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Abstract of JP1 10801 56 

PROBLEM TO BE SOLVED: To provide the subject new compound inducing the biosynthesis of 
interferon and useful as an antiviral agent and carcinostatic agent. SOLUTION: The objective 
compound is expressed by formula I [R<1> is COR<7> , S02 NR<8> R<9> , NR<10> R<1 1> , etc., 
(R<7> is OH, an alkyl or an alkoxy; R<8> and R<9> are each H or an alky I; R<10> is H, an alky I, etc.; 
R<11> is H, an alkyl, an alkanesulfonyl, etc.); (m) is 0-1; (n) is 1-3; X is an alkylene chain or a carbon 
chain of the formula; CH=CH; Y is S or a carbon chain of the formula CH=CH; the combination of 
dotted line and solid line is single bond or double bond], e.g. 1-[2-[4-(1-aminoethyl)phenyl]ethyl]-1H- 
imidazo[4,5-c]quinolin-4-amine. The compound of the formula I can be produced from a compound of 
formula II through 7 steps. It is extremely useful for the treatment of diseases caused by viruses such 
as rheumatic arthritis, verruca, hepatitis B and hepatitis C, cancer and other neoplastic diseases. 
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ntr^-iH-4 $*YC4. 5-c)*yyy-i- 
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AO x*AO 7xxaO x*AO 7-feF75 F 

(34) N-Cl-C4-[2-(4-757-2-><? 
nrnWl/^W-lH-^fS^y C4. 5-c)*7 
yy-lMW x*A0 7x^)xf;W 7*F7 
5F 

(35) N- Cl- C4-C2-(4-7$y-2-Xb 
*^7*A'-lH->f 5*YC4. 5-c)^'Jy- 
1-4 AO xf-AO 7xx;U) xf-AO 7-feF75 F 

(36) N- CI- C4- C2- (4-757-6, 7, 
8, 9-fh5bFn-lHH S*YC4. 5-c) 
VJ>-1-^) xf-AO 7xXAOx^-AO 7-fe 
F75F 

(37) N- CI- C4- C2- (4-757-6, 7, 
8, 9-fh?tHD-2-^-lH->f 5*V 

C4, 5-cH/yy-i->f;WxfM7x- 
AOxf-AO 7*F75F 

(38) N- CI- C4- C2- (4-7S7-2-X* 
A—6. 7, 8. 9-fb7tKn-lH->( 

C4, 5-c)^yjy-i-^^)xfW7x^ 

AO xf-AO 7*F75 F 

(39) N- Cl- C4- C2- (4-757-6, 7, 
8. 9-Th9kKn-2-n-rotT^-lH->f 5^* 

y C4, 5-c)^yyy-iM;Hxf;^7x- 

AO x^-AO 7*F75F 

(40) N- CI- C4- C2- (4-757-2-iK/ 
f-;U-6, 7. 8. 9— rF^t Fa- 1H-4 

C4, 5-c) *7yy-l-4A0 x*A0 7x- 
AO xf-AO T*F7$F 

[00141(41) N- CI- C4- C2- (4-75 
y-2-^urot;Mf^6,7, 8, 9-Th 

7tFo-iH-4 sry C4, 5-c)*7yy-i 

->f AO x*A0 7xx;U) xf-AO 7*F75 F 

(42) N- Cl- C4- C2- (4-757-2-xF 
3^7^-6, 7, 8, 9-fh7tKD-lH--f 
S^yC4, 5-c)^Uy-l-^r;H xf;i/)7 
xXAOxf-AO 7^F75 F 

(43) N— Cl- C4— C2— (4-757-1. 6. 
7. 8-fh7tHni/;D^(b)^r/ 
[4, 5-d)b''Jyy-l->f^)XfW7x- 

AO xf-AO 7-trF75F 

(44) N- Cl- C4- [2- (4-757-1, 6, 
7, 8-fb7t Yu-1-*^r}Vis?u+<V9 Cb) 
4 5?V C4, 5-d) try i?>-\-4)V) x*AO 
7xXA0x?-A0 7-feF7 5F 

(45) N-C1-C4-C2- (4-757-2-X^ 
A—l, 6, 7, 8-f-b7t FnS^n^y? Cb) 



>f5^/ C4, 5-d) tyyv-l— fAO x^-;lO 
7x-;V) xf-AO 7-teF75 F 

(46) N- Cl- C4- C2- (4-757-1. 6, 
7, 8-fh5tKn-2-n-rDt;^D'<^ 
CbM5^/C4, 5-d) tyvV-l—OlO X 
f-AO 7xXA0 xf*A0 7-fe F 75 F 

(47) N- Cl- C4- C2- (4-757-2-n-y 
*f)V-l, 6, 7, 8-fh7bFoy;n^ 

Cb)>f5^yC4, 5-d) try^>-i-4A0x 

f-AO 7xXA0 x*A0 7-fe F 7 5 F 

(48) N- Cl- C4- C2- (4-757-2-i^ 
orotTAotf-A'-l , 6, 7, 8-fh7tHny; 
D^y? Cb) >f5/y C4. 5-d) tr>Ji/>-l- 
>f/lO xf-AO 7xx;|/) xf-AO 7*F75F 

(49) N- Cl - C4- C2- (4 -757-2 -XF 

6, 7, 8-xF^t Fn*>?D^y 
* CbM5?VC4, 5-d) trus;*- 1-4/10 
xf-AO 7x-;H x*A0 7-feF75 F 

(50) N- Cl- C4- C2- (4-757-1. 6, 
7. 8, 9, 10-MftFn^Q^ Cb) A 
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prat;Mf;Hl, 6, 7, 8. 9. 
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i^^a^T^ CbJ A C4, S-djcyxy- 
1-^;P) x^;U) 7z-iP)xf;H 7-bF75F 

(57) 1- C2- C4- (7577^) 7xX/U) X 
?V10 -1H- f 5^/ C4. 5-c]*y»y-4- 

75y 
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(58) 1 - (2- [4- (TS/^f*^) 7x^) X 
-2-*f-/W-lH->f 5^/C4, 5-c3* 

(59) l- C2- C4- (7syy?-;u) 7x-^x 

(60) 1- (2- [4- (7$S*+tl>) 7x^)1 
-2-n-rnbf;V-lH->f £*VC4, 5- 

[00 1 5] (61) 1- C2- C4- (75yy^) 

C4, 5-<o 

(62) 1- C2- C4- <75yy^) 7x^)X 

C4, *yyy-4-7$y 

(63) 1- C2- C4- <75yy^) 7xzWx 
fVlO - 2-Xh^y^f;l/-lH->( C4, 5 
-c 3 3V U y-4-75>- 

(64) l- C2~ C4- (T^y^^;u) 7x-;Wx 
^;l/3-6. 7, 8, 9-Th7tFo-lH-->f 5^ 
VC4, 5-c3 *SV>-4-7$y 

(65) 1- C2- C4- (TS/yf*^) 7x^)1 
fvU3-6. 7, 8. 9-f N7tb'o~2-^f^~ 

ih->T5^/C4, 5-c 3 ^yuy-4-ray 

(66) 1- C2- C4- (7$yyf-7P) 7x^)X 
f-;l/3 -2-x<f;l—6, 7, 8, 9-f f7tb'D- 

iH--r C4, 5-cD^y , ;y-4-r$y 

(67) l- [2- C4- (r$yy^) 7x-;«x 

^3-6. 7. 8, Kn-2-n-Tntr 

;^-iH->($^yc4, 5-c3 ^y >jy-4-75 

y 

(68) l- C2- C4- (r$yy^;u) 7x-;^ x 

?7l/) -2-n-:/fVl^-6, 7, 8, 

-ih-^$^vc4, 5-c3^y , jy-4-7^>- 

(69) 1- C2- C4- (TSyyf-rtO 7x-^)X 
^3 -2-^^orDtr^y^-6, 7, 8, 9- 
fh7bHn-lH-^f C4, 5-cD*yyy 

-4-r^y 

(70) 1 - C 2- C4- (75yy^) 7x^)X 
f;W-2-xh^f;i/-6, 7, 8, 9-f b7 
bh'n-lHM 52VC4. 5~c3^y , ;y-4- 

(71) 1- C2- C4- (7^yy^) 7xx;l0 x 
fvl^-l, 6, 7, 8-fh7tHo^o^ 

CbM5*VC4. 5-d) trii^y-4-7S> 

(72) 1- 12- L4- ITS/*?*) 7x-/H X 

6, 7. 8-f b7t Ho-2-yf-;^ 
yu^y? Cb3 -fS^/ C4, 5-d) try ^y-4 

-7$y 

(73) 1- C2- C4- (7^yyf-/U) 7x^)X 



f-rtO - 2 -x?^- 1 , 6, 7, 8-fh7tHQy 
?n^y* CbM 5*YC4. 5-d)tryyy-4 
-75y 

(74) 1- C2- C4- (7^yy^) 7xX/U3x 
*/lO-l. 6, 7, 8-fh7tKn-2-n-rnt 
^yo^y? Cb3 A $W C4, S-dDtry^y 
-4-7SV 

(75) 1- [2- [4- (75yyf-/V) 7xx;l,3x 
- 2 -iK/fTP- 1 . 6, 7, 8-rb7tHn 

^?cK<y* CbM 5*VC4. s-dD^y^y- 
4-7^y 

(76) 1- C2- C4- (7^yy^) 7xX;l/)X 
f7l0 6, 7, 8- 
fb7kKOy^u^ CbM$*VC4,5- 

d3 bryyy-4-75y 

(77) l- C2- C4- (7^yy^;w) 7x~/iOx 

f-AO > 6. 7, 8-fh7 

^y-4-7$y 

(78) 1- C2- [4 - (75^***) 7i-Wx 
*AO-l, 6, 7. 8, 9, 

u^ry Cb3 4 5*VC4. 5-dD try s;y-4- 
75y 

(79) 1- C2- [4- (7$yy^;U) 7xX/U3 x 
*/lO-l. 6, 7, 8, 9, 10-MttHn-2 
-yfv^yu^ry Cb3 4 5yV(4, 5-d3f 

(80) 1- C2- C4- (75 y^/lO 7x-/l/)x 
f-;P3 - 2 -x^- 1 , 6, 7, 8. 9, 10— 
^tHD^yn^ry Cb3 >f 5 7V.C4, 5-d3^ 

y^y-4-7sy 

[ooi6] (8i) l- [2 - C4- (75 yy^) 

7xX;P)xfW-l ( 6. 7, 8, 9, 10-^ 
ttHP-2-n-7nt^y?D^ CbM SJ'V 

C4, 5~d3 try^y~4-75y 

(82) 1- C2- C4- (75yy^/W) 7x^) X 
f-AO -2-n-^/P-l. 6. 7. 8. 9, 10-^ 
WHn^o\^ Cb 3 A C4, 5-d3 

try^v-4-75y 

(83) 1- C2- (4- (75yy^) 7xX/lOx 
?7l0 - 2-y^u7Dt;Mf^-l, 6. 7. 8, 
9, (b) ^5^/ 
[4, 5-d3 try^y-4-75v 

(84) 1- C2- (4- (75yy^;U) 7x^)X 
fM-2-xKyW-l, 6, 7, 8. 9, 1 

o -Mtt k p-> y D^7 5 y c b j 5 y / c 4 , 5 
-d3 try^y-4-75v 

(85) 1 - C2- (4-7$/7xX;W XfVlO -1 

H->f5^/C4. 5-c3 *y yy-4-75V 

(86) 1- C2- (4-7^/7x^1 X^3 -2 



(7) 



nmi 1-801 56 



-^7l—lH->f ^V'C4, 5-cj*yyy-4 

-7$y 

(87) 1- C2- (4-7^7x^) xf-AO -2 

-x^-ih->t u, 5-cD^yyy-4 

(88) 1- C2- (4-7$/7x^) x^;U] -2 
-n-ra^-lHM S^V C4. 5-c)^'Jy 

-4-r^y 

(89) 1- C2- (4-7^/7xX;U) x*dO -2 

4- r^y 

(90) 1- C2- (4-7^7x^1 X^/lO -2 
-^?nmtr;^^-lH-- f S^V C4, 5- 

c) *r/yy-4-7$y 

(91) 1- C2~ (4-7^7x-;H Xf-AO -2 
-xh^^^;U-lH--f $^/C4, 5-c)*y 

y y-4-7$y 

(92) 1 — C 2- (4-7^7x^W xf-AO - 
6. 7, 8. 9-Th^tKD-lH--4 C4, 

5- c;)*yyy-4-7$y 

(93) 1- (2- (4-7^7x^1/) xfvu) - 
6. 7, 8, 9-fb7th'n-2-^f^-lH-^ 

$^/C4, 5-cD^yuy-4-r$y 

(94) 1 - C 2 - (4-7S/7xX;U) x^-;lO -2 
-x^;U-6, 7, 8,9-fh7tFn-lH-^f$ 

^/C4, 5-c ] yy-4-7^y 

(95) 1-C2- (4-7^7x-;Mxf;«- 
6, 7. 8, 9-fh7tb'o-2-r»-7 4 ot/l/-lH 
•M$?YC4, 5-cD^/yy-4-7$y 

(96) 1- C2- (4-7^7x-;W XfvlO -2 
-n-7>;U- 6 , 7, 8, 9-f h7b Hn-lH-i 
S?YC4. 5-cO*yyy-4-7Sy 

(97) 1- C2- (4-7$/7xX;U) xfvlO -2 
-y;n7Dt;Mfii'-6, 7, 8, 9-f h7tK 
D-lH->( S*V(4, 5-cD *y y y-4-7$ 
y 

(98) 1- [2- (4-7$77x-/H xfvlO -2 
-xh^ri/^f-;W-6,7, 8, 9-f h7t Kn- 1 

h->t$^/[4, 5-cD ^yjy-4-7$y 

(99) 1- C2- (4-7^7x-yW XfVlO - 
1,6,7, 8-fb7tb'D^n^ CbM ^ 

(100) 1 - C 2 - (4-7^77x^1/) X^;lO - 
1, 6, 7, 8-f h7tb'o-2-^f;^n^y 
*Cb]45*VC4, 5-dD try>?y-4-7$y 

[0 0 1 7 j (101) l-(2-(4-7i77x^ 
)V) XfvlO -2-X^- 1 , 6, 7, 8-fh7t 
Ka^n^Cb)^5*YC4, 5-d) Wi? 
y-4-7$y 

(102) 1- C2- (4-7$77x-/H XfvU) - 



1, 6, 7, 8-f>7t Ka-2-n-7 , ntT^>'^n 

$y 

(103) 1- [2- (4-7$77x-;H Xf7l0 - 
2-n-7 r f-;^-l, 6, 7, 8-fb7tFny;n^ 

y 

(104) 1- C2- (4-7^7x^1 xf-zlO - 
2-^orntf/Mf-^-l, 6, 7, 8-rb7t 
Knx?n^y* CbHSf/ C4, 5-dDtry^ 
y-4-7$y 

(105) 1- C2- (4-7^7x^) XfvlO - 

6, 7, 8-fh7tKay 
?Q^CbHS//C4, s-d) try^'y-4 
-7^y 

(106) 1- [2- (4-7$77xx;W x*AO - 
1, 6, 7, 8, 9, 10-A^tKo^?n^7? 
CbD>f5^/C4 > 5-d] KUvy-4-7$y 

(107) 1 - C 2- (4-7^7x-;H Xf7l0 - 
1, 6, 7, 8, 9, lO-Mtth'n-2-^ 

v^n^r? (bH srv C4, s-djeyyy- 

4-7$y 

(108) 1- (2- (4-75/7x«;H xfvlO - 
2-X*/W-l, 6, 7, 8, 9, 10-^thb'D 

^a^(bHS^/C4, s-dDtryyy- 
4-7^y 

(109) 1- C2- (4-7^7x-/H x?7l0 - 
1, 6, 7. 8. 9, 10-^nb'n-2-n-7D 

y-4-7$y 

(110) 1- (2- (4-7^77x^1 x^;l/] - 
2-n-y^-l, 6, 7. 8, 9, 10-^ftH 
nS/^n^T* Cb)>f5*YC4. 5-dDtU^y 
-4-75y 

(111) 1- (2- (4-7^7x-/H xf-;^0 - 
2-^D7ot;Mf;Hl, 6, 7, 8, 9, 10 
-^thKn^a\7? (bHS^/ C4. 5- 

dD tru^y-4-7$y 

(112) 1- [2- (4-7^77x^/1/) XfvlO - 
2-Xb^y^f/Hl, 6, 7, 8, 9, 1 
^tKoi^nA^ Cb) -f 5*V C4, 5-d]t 
U^y-4-7$y 

(113) N- C4- C2 - (4-7^-lH->(^ 

y [4, 5-cD *yyy- 1— f;i0 xf-no 7 xx 
rtO 7-trh7* H 

(114) N — L4 - C 2 - (4-757-2 f- iv- 
ih-^$^/C4, 5-cD ^yyy-i— f;w) x 

*/lO 7xX/lO 7-trh7$ K 

(115) N- C4- C 2- (4-7^y-2-Xf-/P- 

1H— f$?VC4. 5-cDafyyy-i— f;P)x 
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fvlO 7x^) 7*F75F 

(116) N— C4- C2- (4-7£y-2-n-rot: 

;U-lH->f 5^/(4. 5-c]*yyy-i->f 
x^/PO 7xx;l0 T-fe F7S F 

(117) N- C4- C2- (4-7$y-2-n-7>/U 

-iH->f C4,5-cD^yyy-i->f/u) 

x^;UD 7x^) 7-feF7S F 

(118) N- C4- C2- (4-T^-2-y;or 

Dt;MW-iH->f 5^VC4, 5-<o*yyy 

xfvlO 7x^;l/D 7-feF75F 

(119) N- C4- [2- (4-T5y-2-xh^£/ 

**/u-ih— f $rvC4, 5-O^/yy-i- 

>f;U) xf-;lO 7xx;lO T-bbTS F 

(120) N- C4- C2- (4-7^7-6, 7, 8. 
9-fb7bKn-lH->f $^/C4, 5-c)^y 

yy-i-4/W x^;io 7i-^) 7-feF7$F 

[0 0 18] (121) N- C4- C2- (4-7$ 
6, 7. 8, 9-fh7tKo-2->f;^lH-^ 
5*YC4. 5-cD*/Uy-l->f/W) x*;lO 7 
x-AO 7-feF7SF 

(122) N- C4- [2- (4-7S/-2-X^- 
6, 7, 8, 9-rF5bFa-lH->f S*VC4, 

5-c ] atsyy-i-jfr) x?vio 7x-/^ r-fe 

F75F 

(123) N- C4- C2- (4-7S-/-6, 7, 8, 
9-f b7tb'n-2-n-7U^-l H-4 

(4, 5-c)^yyy-l-^;P)xf-;P)7x- 
;10 7*F7SF 

(124) N- C4- C2- <4-75/-2-n-7f-;U 
-6, 7. 8, 9-rF7t Fn-lH-4 54>V 
C4, 5-c) *yyy- 1-4/10 x*/lO 7x- 

/to r-feKTSF 

(125) N- C4- C2- 

Df;Mf;^-6, 7,8, 9-rF9t Fo-IH- 

4 C4, apyyy-i -4;io x*ao 

7xX/lO TthT* F 

(126) N- [4- C2- 

6, 7, 8, 9-fh7tKP-lH-^^ 
VC4, 5-cD ^yjy- 1--OW) x^/10 7xX 
;P] 7*F7$F 

(127) N- C4- C2- (4-75^-1. 6, 7. 
8-f h7t h'ny^n^y^ (b) 4 5#V C4, 5 
-d) WW- 1-4/10 x^D 7x^] 7-feb 
7SF 

(128) N~ C4- C2- (4-7S/-1. 6,7. 
8-rh7t HP-2-^f;^7n^y^ lb j 4 s 

*VC4, 5-d] X*;lO 7x 

X/LO 7-feh7$ F 

(129) N— C4- C2- ( 4-7^y-2-x^;U- 
1. 6, 7, 8-fh7bHn^n^[b)^ 



*VC4. 5-d)eyy>-l-^(M lf^)7x 
x/10 7-trF7S F 

(130) N- C4- C2- (4-75/-1. 6, 7. 
8 - f h 7 1 Kn - 2 -n-ro^y ; n^>^ CtO 
4 5*VC4. 5-d) brUvV-l— OP) xf-AO 
7x-;H 7-fch7$ F 

(131) N- C4- C2- (4-7$/-2-n-7 r f-^ 
-1, 6, 7, 8-f b7th'o-2-y;n^ 
Cb]>f5^/C4. 5-dD ty^y-iH/Wx 

f-rtO 7xx;U] 7*F7$F 

(132) N- C4- C2- (4-75y-2-y;n7 
oWMf-Ji'-l. 6.7, 8-rF5t FnS/^o^ 

^CbHS^/(4, 5-d) try^y-i-4 

xfvlO 7x^/H 7*F7S F 

(133) N- C4- C2- (4-7^-2-xKy 
*f-/W-l, 6. 7, 8-fh7tHDy?D^ 

CbM5^/C4. 5-d) eyy'y-iM^)x 
?-/l0 7x^;H 7-fe F7 5 F 

(134) N— C4- C2- (4-7S/-1, 6, 7, 
8, 9, 1 O-Mth Kny^n^ (b) >l ^ 
VC4, 5-d)t*yyy-l-^H xf;«7xx 
/lO 7-feF75F 

(135) N- C4- C2- (4-7$/-l, 6, 7, 
8, 9, l 0-^*iftFn-2-*?7l'5/?O'vr* 
CbD-f5^/C4 B 5-dD WJ>-1-' UV) x 

7x^/H 7*F7SF 

(136) N- C4- C2- (4-7S/-2-X*/!/- 
1, 6, 7, 8, 9, 10-^ttb'o^^r^ 
Cb)>f5^/C4. 5-dD WJ>-\-' f;W)X 

7x-;W 7*F7SF 

(137) N- C4- [2- (4-TS-/-1. 6, 7, 
8, 9. 1 O-^lfhFo-2-n-rDtr^^o^ 

Cb) 4 s#vc4. 5-d) trys/V-i-4 

AO xfvlO 7xX/lO 7*F7S F 

(138) N- C4- C2- (4-75/-2-iKf*/P 
-1, 6, 7, 8, 9, 1 0-^*^tFu$^n<vr 
?Cb)45*YC4. 5-d) 

X^AO 7xx;l0 7Hr F7S F 

(139) N— C4- C 2- (4-7^-2-y^n7 

6, 7, 8. 9, 
ny^^7^(b)>f$^/(4. 5-d]t:U^> 
-l->f;U) x^D 7xx;l0 T-bhT* F 

(140) N- [4- [2- (4-7^-2-Xh^y 
*^)V-\ t 6. 7, 8, 9, 10-^ttHny? 

n^CbHS^/(4, 5-d) tryyy-i- 

x^-;Uj 7xx/iO 7-CF 75 F 
[0 0 19] (141) 1- C2- (4- (>^75 
y) 7xx;« xf/H -1H-4 $^VC4. 5- 

c] ^r/»;y-4-7$y 

(142) 2-^^~l- C2- C4- (yf-;i/7$ 
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J) 7x^)lfM -1H-4 S^V (4, 5- 

(143) C2- C4- <***75 
/) 7i^)xfW -lH-> f 5^/C4. 5- 

c)^f/»jy-4-rsy 

(144) C2- C4- U?-;I/7$/) 7x^) Xf- 
AO -2-n-7Dt^-lH->f S^V C4, 5-cO 

*yyy-4-7$y 

(145) 2 1 - C 2 - C 4 - ( *f^7 5 
/) 7x^)xf;l/) -lH->f$^/C4, 5- 

c)*y»;v-4-r$y 

(146) 2-y;o/DtVMW-l- C2- [4- 
(,*f-;W7$V) 7x-M x*/lO - lH->f 

C4, 5- c ;i *yyy-4-7$y 

(147) 2-xh^^f;V-l- C2- C4- (;*^ 
/W7S7) 7x-;lO x-f;lO - 1 H->r S^V £4. 
5-c D ^/'jy-4-7^y 

(148) 6, 7. 8, Kd-1- [2- 
C4- U^l/7^/) 7x^) XfvlO -lH->f 

$^/C4, 5-cD^yy>'-4-r$y 

(149) 6. 7. 8, 9— 7 L ^9fcKo-2-*'*■;^- 
l- C2- C4- u^7$y) 7x-;«xf^] 

-1H-M $?VC4, 5-cD^r/yy-4-T^y 

(150) 2~x^;U-6. 7,8. 9— fb^tKn- 
1- C2- C4- (**)VT$J) 7x^)X») 
-lH-4^/C4. 5~cD^/U>'-4-75>' 

(151) 6, 7, 8, 9-f b7th'Q-l- C2~ 
C4- U^;U7$7) 7xxyl/)xf;l,] -2-iKT 
oW-lH»>( S*VC4, 5-0 */yy-4- 

(152) 2-n-:/f^-6, 7, 8, 9-fb7bHo 
-1- C2- C4- (^f-^75y) 7x-^) x^ 
AO -1H-* ( £?VC4, 5-cD^fyyy-4-7 

(153) 2-*s?u?u\:)V**)V-S . 7, 8, 9- 
<rb7t Ko-1 ~ C2- [4- U^/P7S/) 7x 
x/l0x3-/i0 -lH->f S*YC4, 5-c)^U 
y-4-75V 

(154) 2-xb^^f;P-6, 7. 8, 9-fb7 
tKD-1- C2- C4- (^f*;U75/) 7x^) 
xfvlO -1H— [4. 5-c]^y^y-4 

(155) 1, 6. 7, 8-f h7tKD-l- [2- 
C4- (^;KT$/) 7xx;i/)x^/iO 

(156) 1, 6, 7, 8-f h7th'D-2-^t;i/- 
1- C 2- [4- (^^;V7$y) 7x^)Xf;^) 
^D^[bH^/(4, 5-dD^ , J> ? y- 
4-7^y 

(157) 2 -xf-;l— 1 , 6, 7, 8-fb7tHn- 



1- C2- C4- Uf^TS/) 7x^)XW] 
v^D^V^ CblMS^/ C4, 5-d]t»jyy- 

4- 7$y 

(158) 1, 6, 7, 8-fh7th'D-l- [2- 
C4- (*?vU7$y) 7i^)Xf/W -2-n-r 
nt;^n^[b)>fsrv'(4, 
^y-4-7SV 

(159) 2-n-7*A>-l. 6, 7, 8-fh7tb'D 
-1- C2- [4- {X^IVT^S) 7x^) Xf- 
M^;n^(b)>fSf/(4, 5-d)Kyy 
y-4-75v 

(160) 2-^DrotWfyP-l, 6, 7, 8- 
fb7tKD-l- [2- [4- (^^;W7$y) 7x 
x/iOxf-/lO */9xxx&9 CbD -f S^/ [4, 5- 
dD try^y-4-7$y 

[00201 (161) 2-xMf5oC*A'-l. 6, 
7, 8-f h9bKn-l- C2- C4- Uf-/l-7$ 
7) 7x^)xf;D ^n^y* CbD 4 5^/ 
C4. 5-dD try^y-4-7$y 

(162) 1. 6, 7, 8. 9, 10-^ifbKn-l 

- C2- C4- (^f-fl^S/) 7xX/WD x*f/lO x 

CbM5^/C4, 5-dD e>»*y-4 

-7$y 

(163) 1, 6, 7, 8. 9, lO-^ttKo-2 

1- C2- C4- Of-Jl/TSy ) 7x- 
;l0x*A0 x^n^rr? (bD 4 5*V(4, 5- 
dD ey-»-4-7^y 

(164) 2-Xfvt—l, 6, 7. 8. 9, 10-^ 
■9-bHn-l- C2- C4- U^7$7 ) 7x- 
;^xf;^ S^o'vr* CbD A 5*V[4, 5- 

dD tru^>~4-7^y 

(165) 1, 6, 7, 8, 9, 10-^ttFo-l 

- C2- (4- (*f^7$y) 7x^;H XfVtO - 

2- n-7ne;^;n^ [bH5//C4, 5- 

(166) 2-n-^-f^-l, 6, 7, 8. 9, 10^ 
WHn-1- C2- C4- (yf7l/r$/) 7xi 
MOxfvlO s^D'sT? Cb] 4 52V C 4.5- 

dD try> ? y-4-75>' 

(167) 2-y;orat/Mf^-l, 6, 7. 8, 
9, 10-MthKo-l- C2- C4- (j*f-;U7 

*7> 7x-^)xf;H v^p^r* Cb) >f 
C4, 5-d] 

(168) 2-xh^y>f;V-l, 6, 7, 8, 9. 1 
0-^th'n-i- C2- C4- (^f-;l^7$/) 
7xxn0 x^/i/j s^u^r^ Cbj^S^VC4, 

5- dD try> ? y-4-75>' 

10 0 21] *»BBolJIEHR* ( I ) T*SfL^«iffl 

=Sri - (ssiry-^) t>v*>v- i h->( ^yy^u 
- 4 - 7 $ y Si»#o«3&a»^ o^rfttci 0 -5 



(10) 
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\i. 1WF3- 2 0 6 0 7 S^zWpr^iXfi-m^W.t 

iO-jRsS ( I ) K*5Vvr\ R' #SO z NR 8 R s , 
CONR8 R9 , NRi»R»if*$flSSX{i7j<S!^ 

OH 



[0022] 
Ht3] 

CI 



x n om 

(II) . 



(IV) 



N02(IS3) 



(III) 




I, 



U&5) 



NO* 



X-^N^CI 

(VI) 



R 2 



^(CH^ „4 (Ii6) ^-(CH^ 4 (XS7) 




w 



R 2 



X-^M* 
(VII) 



X^N^OPh 

(VIII) 



X^N^MHj 

(I) 

(3t«K R'WISOj NR 8 R 9 , CONR 8 R 9 . N 

r 10 ' r"' x'*ztizmx.ii*WimmL. r 18 ' a 1 
tKirh^o^-. r"' (ifiar^v^^*-^. 
mnv* jA)vm, mr /u^mxamm t> t < a 

jumzmt. R* . R 3 , R 4 . R 6 , R 8 , R 9 . 

m, n, x, Ywmtmm'*2tLh&$mi£b 
10 0 2 3] *wn<v®£fimz}i\->x$!>wmb %z 

(ID Mf iiu)t'7jp^tii>i'cswi. swiieOit: 

■^mhh^mmt-^x'h*) . -e^sBt^raaiJourra 

1 ofMedicinal Chemistry, 18^, 7 2 6H ( 1 97 

5*) mizwuaztix^z. 

[00 24] BP*>. IglfcfcWtii, -&5$ (ID X' 



sus&nffiTKmzftix. HRsS (iiDo^^as-^ 
&zt&x-%&. 

[002 5]I§2tCfcV%T«, HK^(III) tftfti^ 

m^m^^K-m^n-yx . -^(iv)co-fb^j$-'# 

[00 26] jDS3 fcfcWCUU #^2-64 61 

#H)Ss6 2- 1 1 6 5 7 5#, wffi«5 9-4 84 
4 7-^. 2-85 1 3 7 -5§-&tf Journal of Med 

icinalChenistry, 2 0^. 12125(1 9 7 7^) 

mzzcomwmtffl*znx^z<Z(ry-i8.i£ (ix) 

[<t4] 



(11) 
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r 



(CHJn-NHa 



(IX) 



(5$^ R>\ R* , R 3 . m, nRVYimfttmn 

«*«*. )x*7jkztiZ7$.>b-i83!i (iv)oft^* 

hUx^TSV. 

m&ffMcRfdttz k tz i f) , < v ) warn 
[0 0 2 7] xs4tfcv^Tfi. -m. (vxwtam 

R 2 



t0028]IS5fci»V^TIi. HR«(VI)Ofl:^*fc 
&?>HK5$ (X) 

R« C (OR) 3 (X) 

*f. ) "C^Sil* h y 7/W*>MvH*x*f rt>i:£ 

T\ N. N-i/.Xf-;Mykik75 HXJififk^f-U^ 
o:RM£<0^Tfc6Mi#«Tfc, 0*C*^2 
0 O-C^-C^E-rS £ fc fcj: 0 , -WKVII) (fi.il 
U HKiS (VI) cW#S0 2 NH 2 g<7)l§£, Si5 
JfefrfcioTHJV'liSO, N = C (OR) R 4 
1". ) 4. fcfc'U fc^BJfc 

<t->TJS-^(VI)*^-®S(V]I) ^RK+BWrr 
&&<fcOHK3S(XI) 
[fc5] 



(CHJnv, 



NM 



R s 



R 8 




N =<R 



(XI) 



(5$+, R, R 1 ' . R : , R 3 , R 4 , R 6 , m. n, 

xRVYismkm&zm-. )tpt>mifmuz 

<Vtf§£t>fcD, *«Htefctt8&fufc+IB* (XI) * 

N, N-5*X*/WVI'.A.7$1<. 
Xit h ;>x ygw*Stti§&*>?j=£TS> S v *li##*T 
fc N 0"C*^20 0*Cc7)SIT-RJiS-rSC:fct<):0— 
(VII) <7)-ft.^lS:^l.£t^-C*#l». 
[00 29] ZVitlV-ffiZkLX. -f«(VI)<*> 

R 4 COZ (XII) 

(*t», zitmmi-ximmTZ. r 4 (ifr^tpi 

;P*yK^OB!tt^#«T*)l.v^^Ts N. N 
-y^f-;u*;i/ATS H, r-tebxby/uxtih^xy 

2 0 0-CO!SlTRffi-ri»£i:twJ;-7T-iR^ (VII) (>t 
£U H&5$ (VI) tf>Ri'*vKKS<01§1^ R»'ttOC 

or 4 mi&t. )<ott.&to&mzktf-e£&. 

[0 0 3 0] SMC. -?-<Of6^)^tLT, -**(VI) 
^^•!iS-^o-ffisC(Xlii) 

R 4 COOH (XIII) 
(St*. R 4 »SW3Bfci3*aS:*T. ) T*&fl*fi:£ 

4> 2 0 0 Ttf»f KJW 6 £ t fc J: 9 ftO-flfc* (XIV) 



N' 'CI 




(XIV) 



x ' ~rf 'OH 

(3*+> -«5? (VI) OR> , *«*KaK)«^R ,, ttOC 
OR 4 £&*U tOfltttttiR 1 '. R 2 ■ R 3 . R 
4 , R 3 , m, n, XRVYlim&kmmmZ&f. ) 

waaftRflSfcBU H&sS (XlVXO-fh^ft^R 4 

*;i^l"C*>&«^«. HK* <XIV)*)fc-&*fc**>44 

t&mftMtmi. — jrjC (xiv)<7Mk^i<7)R 4 
«ssT-ffiiSL^m(c (£***£, r 4 ttr 

[003D zcomm-ftKmiz&^xit. m%%tmft, 
%i mux. ttismvjy, wctt-fr. *xy 



(12) 
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RItaHtiifcfcJ: 1 ?, HSfc* (VII) <fc*5U Hft* 
(XIV)<0R 4 **-fflXIJ«afflcO*K»^^Lfe1im 

[0 0 3 2] X^6tfcUT(i. -fi^C(VII) COfo&fo 
cr>TA>$VbMl, N, N-v^/l^n-ATS HXtt 



a 3 



l«H (l£8) 
NOa ■* 



O'C*>f>2 0 0'C<7)HT-RlE-ri>;fctJ: K ). HS 

s (vim <wti&»zmzbwx-$z. 

[0 03 3]ig7Cfcwtii, (vm) tfXfc£ 
fc&BWTFfc, 0*Cd>£> 2 0 0*Ctf>lt!T'RJ5-f l> ZblC 

t o o 3 4 3 *fc. wmmke>&-cD®£b iximr 
Hb7] 



.r 



s Y I* 



if. 



(V) 



NH (Xg 9) 

N0 2 
R 13 

(IV) Bn 



I, 



X-^M^N' 
(XVI) Bn 



,19 



(5C+, Ri^iflSST/i^/i^Xte^v^SfcSeU 
R>\ R2 , RS , R«. R» , m. n, XRWHK 

ftbmmmzzk-t. > 

(v) cote&tob v<y'J)vr s va* w±n 

i^£>*ggO#£T*> & V HWHrtTF fc . 0 -Cfrt* 2 0 
o-ooirt-Kis-f b £ J: 0 . (XV ) Ofl^BS 

[0035] JM 9 fcirt vCttHRSC ( XV ) *Hfc&*>*> 

[0 0 3 6] OfcfcivCJiHfcS (XVI)«3>fb^ft| 
S-B?^<0XS5fc|S|«(C. (X) . (XII) 

b&^li-mt (tm) m^bMz. |sasw>*frT 

SJCTSCtClQs -JR5t (XVII) <04b£*S-i$«>£ 
[0037] IS 1 1 fcfcV*TI4HR* (XVII ) 



(XVII) an 



(I) 



,13 



[ o o 3 8 ] tit. mxm?)m=<7>m.b lt«. r 

i #NR'»R 11 T'^$ixl>gTJ>9. rfrPR 11 ***^ 

^raa-iR* ( i ) <ML&mw&>&zmf& <! b 

Ri *^NRl»Rl>•C^^i^•SST^> , ). *>-?R n #*ffiK 

T)V*;<i>\>&X'hh-w& ( i ) oflte**, *** 

0/V-/K SfX-7fS-)V'. tert- 7" 

hZbtfX'th. 

[003 9] 4fc. W&m<^B(r)m.\t. R 1 * { N 
RiORiiT^Sn^T'AO, *>-oR"tR ll <^- ; 5:< 
fc b-1jif*3fiWcf-X\ i> o -■Xtffrm^XiiW&T 
)v*r)v&x'bi>-i8c£, ( i ) coit^vMm7}m<.zmt 

mzb#X*hd&>-W& (XVlll ) 

[-fksj 



(13) 
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Bi 



\ 



14' 




(XVIII) 
NR 15 R 1 ' 

<^+» wumm.Tt^^mxao'^m^. r 16 
f 



X N NHR 6 



(XII) 



ll^JV&JM^y&V&tm^ R 2 , R 3 , R' , R 

6 , m. n, xxnYim&tmm&tm.-f. ) x^ 

fci O-ffikS ( I ) 

[0040]**:, Sit^OSS^^t fCtiKT 
f 



(XX) 



x N NHB? 



(se*. wmKm+xumT^ivgt:. vim 
mm-TxiiGm®? r z , r 3 , r« , r 5 , 
r 6 , m , n , xxitYm&tmmt&t. ) 

*. m%zmim*)&wi**m{tmbmzv , n 

2 0 Or?>!a-eRJSS£fr a d b l= i 0 . -feC(XX) X'm 

tf 2 




(X«13) 



(XXI) 



ztihtt&mm&zbtfx-tz,. mmtcwmmbL 
Tii, mm. %m. ^7>m. yrvmrvwi*, 

*iv4vy7i—vmtfmft>ti. x. ttmimb 
txa. mm. t-**7v?v, t^m-xw* 

[ 0 04 1 ] SJt^<0^<0S5Ct LTtittT 
[<ffcl0] 

r 



R 3 



H OPh 




N 



X 

(XXII) 



N OPh 



R* 



<5K«K R 2 , R 3 , R 4 . R 6 . m, n , XXJiYii 
silMt iajS84r*lT. ) 

BP*>. I^13tcfcv^TJiBUj4c0lSt^ffiom-XiiJI 
ZO®^KJ:9f#&C:fc#T-#i>H&jUXXI) <Dft#fe 
fc. aa«rfbWPJt*fcOX:*»ft2 0 0X:«HITRJ6fc 




N NH 2 



(XXIII) 

itiB^c**. aa*K*»kUT«. mix* 

[00423 DH1 4fc*jv^iiHR*(XXH)^Hk** 
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[ 0 0 4 3 ] *fc. §£t*&(Om-t<0«^k LTIiJjlT 



X 

(niv) 



N CI 



,1, 



-{CHz) n 



(xwo T=V 



X' 

(XXV) 



N OPh 



(Xgl6) 



Hooc(|hr-^- 



R 2 



(CHa)n 



(CHj),, 



Nit (XS17) 



X 

(XXVI) 



H KHj 



X N HHa 

(XXVII) 



(5^. R 18 «ffi^7;l^SSrllU R 2 , R 3 , R 
« . R 6 , m. n. XjroYlttK4fc|SU»fc*rr. ) 

(xxv) x-^ztihit-tsmtn. xai 6fc*jv>rii. -' 

(XXV)<^b-^iSrH?a<7>Ig7i:RaiO^T'R)E 
Ho-TiKiO. HR*(XXVI)'WR*ft.6'fb^«** 
htt&X'Zh. 

[0 0 44] Xmi 7C=fe^T<i, -flfc* (XXVI) tftffc 



R i9 I Y (XS18) 



(XXVIII) 



[ 0 0 4 5 J IBlCW6«*A«a«t LXliiclT 
HL12] 



rt 2 



3 1« 



* 8 



Y 



(CH^n 



v 'I 4 



(raix) 



HO-N 



(XXX) 

(**. R>9|±ffiM7;Mf^S££IU R 2 , R 3 , R 
« , R 6 , m, n. X^iYfcMmtFW****. ) 

sp*>, j:mi8£&^xim&nmm.y>m<7>w l -<7)®3x. 
fciOfcacfc^fciHWtxxvnnoifcaftfc. mr 



R 2 

R 1»V B V NIC 
R* 



(mi) 



[0046] XSI 9K*5WCtt, —ft* (XXIX) CDft 



(15) 
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f&F&T. N, N-x>f-A'*;l/Ar5H. *?y- 
vStt^«<^HETJ>SV^ffaT. 0T»»fe 2 0 0-C 

osH-cass-ffa^tct 1 ?, -SS(XXX) X^Ztl 

[ 0 0 4 7 ] IS2 OlZ&^Xli. HKjS <XXX)tfHb£ 

£>2 0 0-COiSK^#T. 1 0 OSCffOKHT 

[0 0 4 8] znmizLxmmZirhmmHB&i ( I ) 
•C^$*ll.Si«^ 1 - (ffiST TiMfA'- 1 H 

r-fe/ww. ssfj. mm. sasn. don. yo^^ 

tit. znt><omu. asm wbswciesu? 
mm/mnzb^xa. wmm (?ut. D--?y~h- 

xit. mm. ?v-j*m. mm Lxmwswmfc 

[0049] ^^«W«&»ft«^fl!)ft4*tt. 

ftu . i—i o o omgfee, f&ia& J rco . o i- 

5 0 0mgg£T'J>£>. 
[0050] 



[00 5 1 ]##Wl 

2- C4- Uf-^rsy) 7i-^)if^7i>'- 

(1) N— C4- (^T/^^) 7ii;^ *;!/A75 
K 

as*»K7 1 ni&vmm ouwmRz s o-ct-3 o# 

K2 0. OgfcluL £a?3 04HS»lfPLfc. EfSiK 
£20 JfcMSffcT' h U ^ATK^MS-Snt . ?K1i£pH8 fc 
MBU:. ^aJttfiSr^fi. *fttTl 9. OgON 

£103. 0-105. 0°C) 

(2) 2- [4- (yf-A'TS/) 7xXrt0 Xf-/U7S 

y • JSi#B 

B*S^. *^U**A7A'5='>A2 2. 8g& 
Vm&T h7bKn77>500ml OSSKKC^SQf 
T. SBES29. 5g&tf&*Th7tFu77yi0 

OBi^iijS^so^^ftTf&ruo. a^h^sai 
TDoiat^ n- C4 - (i^ry^f-yw) 7i-w 

*;^TSH19. 3gOjte*Th5tKD77>'4 0 
0BltfJj8»*l«IB*»»tr«TL*:. ^?ST'1^H«# 
flL *»T. *6 0miat/Tb5t FD75yi 2 0ml 

osassrjgr Lfc . mstt u ^ a 9 . 5 g itai k®. 

oyjyRV&ltXi-i'yximiiz. iF^itejS^. 
x^y-;Htafb**^ft)i. ?fffi$-pH2(c:P^U>:. 

ISfeM^ 18. 9 g . x^ y-n^»feWSA L 
U£2 1 5. 0-2 2 0. 0iCW?!«i|fe^2:it 

nmrnm c 9 h,«n, • 2hc i 

HgfeM C, 48.44; H, 7.23; N. 12.55 
ggtfg C, 48.39; H. 7.29; N. 12.59 
[00 5 2] ##P52 

2- (4- (2-T$yxf-^) 7i-;W -2-^f- 

/u-i, 3-^dfV5y 

(1) N- C2- C4- (2-y^W-l, 3-J***V 
5^-2--^^) 7x-;UiifW M>7;W^or-fc 

N— (2— (4-7-kf^7i-/l') Xf-;U) Mi7;P 
^-DT-fehrSHlO. OgSrl-^xyl OOnlt^Jlf 
ifl/y/ya-;H2. 0s8.lSp-h)Vx.yx 
foftym- lym^O. 4g5:Jnx. -r-f-y^^-^ 

*ftLTMW*. «^Sr«ttif*LT* 1 1 . 0g«N- 
C2- C4- (2-^^W-l , 3-^3T*V9y-2 

(M£72. 0-74. 0-C) 

(2) 2- [4- (2-T5yx^/U) 7i-*) -2- 



(16) 
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N- C2- C4- (2-^f-;U-l. 3-^77^ 

5K11. 0g5r^^y~;U30ml^§PLT. 10% 
N y *M«S2 0 ml SrSDi. Sa < C2«|S« 

/M 1 0 : 1 ) *>8HKT«a}U 
L"C. ?ife?£ft7. 2 0gJ:^ 
7^X^; h/U ra/z : 207 (M + ) 
NMR^^h/l^ S (CDCl g ) ppm : 1.65(3H,s),2. 
74 (2H , t, J=6 . 5Hz) , 2. 97-3 . 00 <2H, n) . 3. 79 (2H . t , J=2Hz) , 
4 . 03 (2H, t , J=2Hz) , 7 . 18 (2H , d , J=8Hz) , 7 . 41 (2H , d , J=8Hz) 

[0053] m&\3 

N-C1-C4- <2-T*yx^) 7x-;l.] Xf- 

(1) N- (1- (4- C2- (tert- 7>*ioW-#X 
4- C2- (tert- 5/*^s|C^TSy ) Xf 

ziO 7* b7x/:xi o. o gfci o%;**/-;Mt7 

y ; eiT10 0mlZlV5*--y^Hnl*jDi. 
#ffl^T. 6 0X:8 0mBET-4 8^Hi9#L?t w 

>jXf-/W7$y5. 8mlRtf!fek»S!3. 9al?rJni3 

«*LT«EaHBLfc. S&£vxf-;i,x-7^T 
ffifrLT. 9. 30gON- Cl- C4- C2- (tert 
- 7Y*is$)V#-)VT*y ) X^3 7x-/l0 X-^ 
/10 7-fe h7£ H (HL&13 8. 0-14 0. 0°C) t 

(2) N — C 1 — C4- (2-TSyx^) 7x-/l0 
x*/lOT-teb75K-*»ffl 

N- Cl - C4- [2- (tert- 7 S^A^-AT 
$/) X^;l/] 7xX;Wxf;P) 7*h7$K9. 0 

&<fl^3t2 7ml£jD;i. San^BMBPLfc. KJfciS 
SrMJEigiBia. 4 YToU/l^A^-^lOmi^Jfl^ 

Oztntz. x^y-;t*feHISflLT. Sl£2 12. 
0-2 14. Ot:<!0*fiBftS:»fc. 
7G*#«Tffi C 12 H 18 N 2 O-HCl 

C, 59.37; H, 7.89; N, 11.54 
$mm C 59.25; H, 7.61; N, 11.48 
[0054]##ff«4 

2- C4- (^y^n-r^y ) 7i^H xf-^75 

(1) N- C2 - C4- (^yx;P7S/) 7xX;lO 
xf-flO HJ7/M-n7*b7$F 
N— C 2 — (4-r^77x-/P) xf-;U] MJ7/M" 
n7-feb75Fl. 0 0 gfcftR* 'J 0 Omg, 



i. liisjoi. soxj-ciawaawbfc. *«:Jni> ? 

x^x-xTWTttUSLfctt. <^LT«E»BLfc. 
V7*n^x-T^T^LT> 1. lOgO 

n— C2- C4- (y^vswrs-/) 7x-Wxf 

/lO y»y)V*uT±YT$Y (&£142. 0-14 
4. (TC) fcttfc. 

(2) 2 - C 4 - ( yXyy>7 S 7 ) 7x^;lO x*;U 

N- C2- C4- (yXy»7$y) 7x-^)Xf 
/lO hU7;^Q7-feb75Kl. 00zlz*9J-)V 
3m\RXfl 0%7miti~hV^J±*mm2m\Ztnl. 6 
0TrT3 0#IHW*Lfc. MJSffWlWS*?: 

tx^y-;MtaMt*«fclni. *#J»¥SL OTBLfc 
eflfcFtt LT . fefi&A 1 . 0 0 g mt: . ffi^-f 
lxy^x^y-;l/^ir 6 ?S*^W^ H a H LT. SbSU 68. 

0-170. or^sife«ft*»fc. 

7Cig#t«I C 22 H 24 N 2 • 2HC 1 - 1/4H 2 O 
mikm C, 67.09; H, 6.78; N, 7.11 
UK® C. 67.01; H, 6.81; N, 7.23 
[0055] #*W5 

4- (2-75/x^;M -a-^/I^V^l^/W 
4- (2-TxKxf-;W) 7-teh7x/>-l 0. Og* 

1. 7gSl^*2. 5mlS:Jnx.. aSfflriOBSBWWL, 
fc. RiEfSSrSESm, x^y-;H 0 0«lCjSfi?L 
Tx^y-;Htg^^$rJni., *>«»PUfc. *rtKU 

-**feJIS*l/C, 7 1 . 0~1 7 2. 0^ 

C 10 H 15 NO-HC1 
aiftffl C, 59.55; H. 8.00; N. 6.94 
HiSfi C. 59.29; H. 8.27; N, 6.85 
[00 56] ##WI6 

4- (3-75y7nt;H ^v-fe'yx/W^yr 5 Y ■ 

(1) N- (3-7xX/l/rotf;U) T-fehTSK 
3-7xX;wroe^TS>-l . 00gOt>Jx>25 

tt. Jffi(tt«EEH*L. 6. 2 0g«N- (3-7*^ 



(17) 
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(2) 4 - C3- (7**^7 5 y) 7uVW<y-l£y 
N- (3-71-;^^) 7-fehTSHl. 00g 
3. 4 0gSrjSTa. lBWH«Lte. RJtSftd*** 
Wil4K*tfc«. «K*JSBEB*U 1. 2 0g?>4 

- C 3 - ( r-b^rs ^ ) roe/io o-tfy;*^* 

(3) 4 - C 3 - ( 7-fef-;U7 s/)roW ^y-tfy 
^./U*y75 H 

4- C3- (7*f-H'75>) rot/u) x>v 
■fc=.)V7uVYl. 2 0 g, xb5bHn77y6nia 
^7^-7*3. OgOate**. SflTTttHHRff 

tt. Lfc. r?KS:ig^UT. 0. 5 0g<?> 

4 - C 3- (7-fef-;w7S/ ) 7oK;H ot'yx/u 

(4) 4- (3-7$y70tr;l/) ^y-tfVX/Wt^S 

*v75Ki. 9 5gaiX6ajeaDtt2o«io«-&« 

1 1 0-1 2 0 i CT6BSISBWf Lfc. RIKfta** 
0. 9 5gS:^fco 

NMRWh/V 8 (DMSO) ppm: 1.89(2H,quint,J 
=8Hz) , 2. 74 (2H, t . J=8Hz) , 2. 80<2H , t, J=8Hz) . 7. 20(2H, br 
-s),7.40(2H,d,J=8.5Hz) > 7.76(2H.d,J=8.5Hz),7.93(2H. 
br-s) 

[0057] m®}7 

N- C4- (2-75/xf^) 7xX/lO -4-** 

(1) N- C2- (4-^bo7x-/H xfvlO MJ7 
;U:*n7-feb7$ F2- (4--hD7x-/H x^-;> 
7$y-£lt&5. OOgXlXa^f-^VSOmKOffl 
<&ftfc, *#T* MJx^TSy3. 4tnl&tfhU7 
;U^n»Kil7KJfel 0. 5 11**14. OftHm 

frftBbkU SJSSrJfiEffi LT. 8. 50g<?)N- 
[2- (4-«hn7x-^)xf;W M!7;^nT 

(2) N- C2- (4-7$/7x-/M xf-;lO HJ7 
/^oT-thT^ FN- [2- (4-xho7xX;^) 
Xtf-/iO hU7;l/3roTHrhT5K36. 3g^^7 

F*U Wfc&afflMBU N- C2- (4-75/7 
x^)Xf-AO Fy7/M-n7*H7$H3 3. 4g 



(3) N-C4-C2- (bU7;P*o7-b^75y) 
Xf7l0 7xX;lO -4-^^;Ky-tfy^*^75 
F 

*JMSHtT. N- C2- (4-7^7x^)xf 
rtO hU7^*n7-feh7SH10. Og, SHt**V 
>50*\RTfhVX+jV7$>'7 • 9nlflffi£»+fc. 
P- Wiocy - n y F 1 0 . 8 g <7)WL* +1s 
V10nl*S£»TU *tt**ll*iaWPLfc. EOE 
fi-S&taKfcflni, tfaiUrtSftfcFKU 10. 7g 
CON- C4- C2- ( bU7;^n7-b^7^y ) x 
■fvlO 7*x;l0 -4 -^^;u^y-tfyi^*y75 F 

(4) N- [4- (2-7S/xf-;W) 7x^) -4- 

N— C4- C2- (hU7/U^a7-t^7$y) Xf- 
;lO 7xX/iO -4-^^;^>-fe'> / x;^y7$ HI 

3. 4g, ^^y-;n3 0niai^io%*Bfl:+Hy 

^A*»«8 0«l^ffl*««:aaT3 04MMWFU:. 
aEES^BotCl 0%eK5riD4. »ttfcpH7fcBttUi 
ft. ttEMlfc. ««£x?y~/u£*i;i^^£;p 

NMR^^WW S (DMSO) ppm : 2.33(3H,s),2.76 
(2H, t, J=*. 5Hz) , 2.96 (2H,t ,J=8. 5Hz) ,7.05(2H. d, J=8.5H 
z) J.10(2H,d,J=8.5Hz),7.34(2H,d,J=8Hz),7.65(2H,d f J 
=8Hz),8.40(2H,br-s) 
[OO581##0!l8 

4- (2-7$yxf;l/) -N-^f;Ky-fe>^ 
y7$H-fiKS 

(1) N- (2-7xX^xf;P) 7-febT^ F 
2-7xX;VX^7^Vl 5. 0 gcOtr»J 5ml 

*&T. £g*Mfel 2. 8il*tTFU SfflT 
lBMHWfbfc. KKS^3*«S«SSL. BfiHciO 
XSK**iiT«tt*pH3-4fclWtfca. ftSxf- 

LfclMWcL, Wlt«EB*UT, 27. 7gON- 
(2-7xX^xf;^) 7*H75H£»fc. 

(2) 4- C2- (7-fef-/U7Sy > x^d ^ynfy^ 
;W*x;^nU H 

N- (2-7xX;PXf;H 7-feH7SH98. 2 gS 
I/tt-ftXf-l/ysoOiilcoSan. 7X^T^n;UX;P^ 
yi!3 6 2g$rfBTL?t:. 2ftBSaaLfc1», RiSS* 
**+fcftV^«. tffai^ H B H S:iPKL^ft*SfeL. 88. 
3gC04- C2- (7*^757) x^X^-ify 

(3) 4- C2- (7-cf-^75y ) -jn-^-t 
;i/^>-ifyx;^y7$ H 

4- C2- (7-fe^;P7$y) x^)<yHfy^^ 

^n'JK5. 00 gcOrh^t Fn77y25inl® 

miz. m&T. 4o%x*)V7$>7mm 4. 8g* 
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UBifc. 5«BBKSLfc«. MEi8^tT5. 9 0g<7) 

4-C2- (r-trf-^rsy) xfvio -n-^/i^ 

(4) 4- (2-r$yx^) -N->fKy*^ 

4- C2- <7-fef*75y> xfviO -N-y?-;i^ 
y-fe>x;l/*>'TSH34. 0g&tf6S©BK17 0 
1 1 OXJTSWBWffl*. RJES'&tt 

£«e«hbu m&tfy-fcxmhx. 

10. 6g£»fc. 

NMR^^h;P 9 (DMSO) ppm: 2.42(3H,s),3.02 
(2H, t. J=5Hz) , 3. 07<2H, t. J=5Hz) , 7.40(1H, br-s) ,7. 57 (2 
H,d, J=8Hz) , 7. 74 <2H , d , J=8Hz) , 8. 08 (2H , br-s) 
[OO59]##0»9 

(1) C2- (hy7/Wnrw 

4- C2- (bU7;^nr-fe^T5>/) xf7lO< 
yHfyx;U*x;^nUKl 3. 4g«fh?th'P7 
5y2 0ml»«(c % *»T. rntr;^T$y6. 9ml£ 
int. *J&T3«BBH¥Lfc. RiEa^«5««EffitB 

JRU 1 5. 3gOT-roe;l/-4- C2- (hU7 
;w>rnT-fef"/UT$y ) xf-;iO ^y-fe*yx;^yr5 
KMIfc. 

(2) 4- -N-rp^K^^y 

N-7"Dt?/P-4- C2- (Mj7;^D7-fe^T5 
y) xf-;u)^y-fe'y^;^y7^Kl 5. 3gco;><? 

1 5 OnljtSte. m&T 1 0%*BHt+ h U ?A 
*^ffl9 2ml&ini. 3 0#IBSffLfc. BU6H£»£ 
1 OXttlft&ftl*.* «tt*pH7-8fcittU:SL ME 
jBBLfc. «tttex*/--/i^iD*.. *WBj£:FSUfc 
r?8£$Eig*8LT, AEfittttl 2 . 7 g*#fc. 
NMR^b^ $ (DMSO) ppm: 0.80(3H,t, J=7H 
z) , 1. 40(2H, sextet, J=7Hz) , 2.70(2H, t, J=7Hz) ,2.97 (2H, 
t , J=7. 5Hz> , 3. 09 (2H , 1 1 J=7. 5Hz) ,4.2301 br-s) ,7.46(2 
H . d . J=8Hz) , 7. 74 (2H , d , J=8Hz) . 7 . 80-8. 00 ( 2H , br-s) 

[0060] mmio 

4- ( 2-7^yxf-;u) — n, N-^'yf-^y-tfy 

(1) 4- C2- (7-fcf-;U7 5>0 Xf7l0 -N. N- 

4 - c 2 - ( r-fef-n^r $ / ) x*/io ^ytvxw 

z;i/^n'JF5. OOgCOxl^t h'077y2 5mli 
SiST. 5 0%^^7$y*»ffll7. 2g 
tin*. 5«R»aU:. R^£ft£«E«ffiU 
4. 1 Og^- C2- <7-fe*-/W7$y) Xf-AO - 



(2) 4- ( 2-7^yxw) -n, N-s^f-n^y 

4- C2- (7-fef-;l/75>0 xfviO -N, 
f-;KV4f yx;P*V7S H4 . 10 g&tf 6&5@gS! 
4 0iioa-&*t i o o , c-C6!$lBBJlffLfc, RJKS^ 

Al» 0 0g£#£. 

NMFLX^WV- a (DMSO) PP m : 2.62(6H,s) ,3.01 
(2H, t, J=8. 5Hz) , 3. 11 (2H , t , J=8. 5Hz) , 7. 54(2H, d, J=8H 
z) , 7. 70 (2H , d , J=8Hz) , 8. 00 (2H , br-s) 
[0061 ]#*W11 

2- (2-75^x^/1/) *y-tfxxA*y7S F 

(1) 5-ro^-2- C2- (b»>7A*DntA'7 

N- C2- (4-m7x^)XfW 
o7HrF75F15. 5g<0fflfl^f-Uy4 5ml«ffl 

a. ***«E«*Lfc. aatn-^^irytiMxf- 

;K6 : 1 ) OSffi^Snt^ ^FWfcfcFSLfc. iFiS*: 
BEmBLfcflL B86£#5A?DVr^57 4- O 
D-^**^-WlXf-/U (6:1)] Tifgg 
LT, 4. 9 0gc7)5-yo^-2- C2- (bU7^ 
5|-D7-fef-;U75/) xfvlO ^y*'yx/l/*x/w?o 

(2) 5-Tn*-2- C2- (M; 7^*07*^7 
$y ) xfvu) ^y-tfyx^*y7$ F 

5- 7*0*- 2- [2- (bU7;^D7^^;V7$ 

y ) xf-;u] <> j eyx>i''fc-)\'?vv Y2 5. 5gc7) 

*4 5nl*lDi. aa-ClBSBffllfFLfc. K^S-^J^: 
$Ei&f§U JBHEfettfl^f-l/yTaWLT. 2 2. 0 
g05-yn^-2- [2- (hU7;^n7-bf-^7 

$y) x^;wd <y-tfy^;i/*y75 KSrftfe. 

(3) 2 - C 2 - ( HJ 7Aotn7-fef7l'7$ y ) x^ 

5-7*^-2- C2- (hU7;U*n7-fe^75 
y)x^;wD'<y-fefy^l/*y75Hl2. Og, *9 

J-)Vl 2 0miatXl OX/t5^A-*BI81. 2gO 
S1^£&&#ET\ 4B#Fb1«MMx:^^^. ftHSES: 
r»*«E«BLTl 1. 0gO2-C2 
- ( hU7;i/*o7«fe^7Sy ) X3-/10 ^y-fe'yx 

(4) 2- (2-7$/xf^) <y^Wy7$h' 
2 - C 2 - ( h y 7;Uaj-o7'Cf-/U7 5 J ) x-r/P 3 '\ 
y-tfy^;w*y75Hi i. Og, y^y-;niOin} 
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NMRWWl- d (DMSO) ppjd: 3.10(2H,t, J=7H 
z) , 3.30<2H, t. J=7Hz) , 7.43-7.47(2H, m) , 7. 50-7. 60 (5H, 
m),7.90-7.93(lH,m> 
[OO62]##0912 

3- ( 2-7$yxf-/W <y-tfy^;W*yr$ H 

(1) N- (2— (4-/n^7x«;M x^/10 bU7 
;M"n7-feh75 K 

2 - ( 4 -7n^ 7 x-;V) x W ^ 1 0 . OgCO 

afl^tf^i oo«i*»fc. *&T> «*bU7n^ 

nBB21ml£Jo£, gaT3 0#HBa#U:. KJffl 

LT, 13. 7gON- C2- (4-P r n^E7x^U) 
xf-AO hy7;M-o7-feh75K*f*fc. 

(2) 2 -70*- 5 - ( 2 - ( h »J yfrUxxTttfrlVr 
$y) xf-AO <y*fyx/i/*-/i/?uy H 
N-C2- (4-yo^t7xX;HxfW hU77M" 
o7*h75M5. 5gOJg^^Vy4 5ml«a[ 
lz % ##T. VujVXjVKvmiQvAttWi.. 2003 
SLfc. R«H^ft^**+fca£¥#«L,fctt. 

;K6 : 1) omMX-miX. 8. 20g?)2-7'u 
*-5- (2- ( hVyfr*n7±+As7$S) 
;10 <y^y*;l/*x;t,?ny FSrftfc. 

(3) C2- ( b »J 7;^n7-fe^7 

$y) xf-/iO ^y*?y 7.71^7$ H 
2-7u*-5- C2- (hU7;^o7-b^7$ 
7 ) xf-;lO ^V-b* VX)V*ZDl>9n y K8 . 2 o go 
Th7bHD77yi 2nl»at. *^Ts 7y-=EX7 
#14. 4ml$rjDl. giSTliSHWif Lfc. KJE&£ 

%*«e$88su nm^y-^Tmix. 5. 3 

0gfO2-yn^-5- C2 - (hvyju^nr-t^ 

(4) 3 - C 2 - ( h y 7;M- a7**^7 5 J ) x* 
AO <y-ifyx/P*y75 H 
2-7'n^E-5- C2- (hy7;P*n7-fef-^7 5 



y ) xfviO ^y-if y ^;P^y7 $ K 5 . 3 0 g , * * 

y-^5 0mlST/l O^n'^x^A-^O. 5 gtf>& 
fiLWl r&£fcSEii8gLT. 4. 0 0g<03- 

C 2 - ( h y 7^*nr*w s y ) x^;io <y-t£ 
y7ju*y7S HSrftfc. 

(5) 3- (2-7^yx^-;W) ^y-tfyx;W^y7$F 
3 - C 2 - ( h y 7/M-u7*?-;P7 5 J ) x*AO * 
y-fe*y^;w*y7$b*4. oog, y?y-;U4 0mi& 

i/ i o %#®Kfc^ b y ^ a#^?s 2 4 *A<m-&tnzw& 

tt£pH7-8fcWKLfcflL aflESIIU:. »8Efcx* 

y-;l^in*. ^JS**r*Ufctt. iF&£MEiffif8L 

T> »fe*SA4. 3 0gfcftfc. 

NMRX^bA- 5 (DMSO) ppm: 2.98(2H,t, J=8H 

z),3.08(2H,t,J=8Hz),7.25(2H > br-s) t 7.48-7.58(2H,ffi), 

7.70-7.78(2H,m),7.81(2H,br-s) 

[006 3] m?m\ 3 

4- C2- C (2-?nn-3--bn*/yy-4- 

7$S1 xf-AO <yX7 5 P 
2, 4-^^on-3-xbn^y yys. 03g&tf 
byx^-A^sy 1 8. 5e1on, N-xyfvi/*/kk 

7SH»»fc. fcfcflfflT. 4- (2-7S7x^;P) 

*yx7$K4. 35g*mt. mrs^mt 
t:. sxmtMxfi o%mztm. attipHstm 

t^x-^/PTSfrU ttfit£A5. 8 9g«rftfc. x 
*y-A*WB**LT. 11*217. 5-218. 5 
■CtftfWJfeTy XAflfcftfc. 
7C**Mffli C 18 H 15 C1N 4 0 3 
aifeli C, 58.31; H, 4.08; N, 15.11 
H^fi C, 58.32; H f 3.88; N, 15.04 

[0064]#3#J1 3^*ttCfi£->T, ^1"^9(C 
^L7t##091 4-4 6^fc^HjS:#fc. 

[0065] 
' [HI] 
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14 


COHBMe 


(EtOH) 
iBP,194.0-196.0-C 


C lt H„ClNA 
!?SfcfIC,59.30;H,4.59;)U4.29 


15 


OH . 


(AcOEt) 
^,140. 0-145. 0»C#8? 


3HfeffiC,59.40;H>4.10;N, 12.22 
5£lfc<tC,59.32;H,3.83;N, 12.20 


###116 


C0,Bt 


(EtOH) 
mp, 122.0- 124. 0*C 


gUtt C,60.08;M.54;N, 10.51 
^<SC J 60.15;H,4.32;N, 10.56 


17 


CH, 


(Et,0) 
mp, 122.5-123. 0*C 


3HfIC,60.95;H,4.87;lU0.15 
Atttt C,60.83;H,4. 77;N, 10. 19 






(DMP-H,0) 
Bip, 199. 5-201. 5*C 


C, T H„C1N,0,S 
9iltfl C,50.19;H,3.72;N, 13.77 
^KfflC,49.99;H,3.5B;N, 13.48 


y~ j a*' 


S0|NHHe 


(CH,CN) 
up, 178.0-179.0*0 


C„H 1T C1N I 0 4 S 
aa6itC,51.37;H > 4.07;N, 13.31 
£gffiC,5L46;H,3.96;H, 13.47 




SOjRHEt 


(EtOH) 
ap,183.0-184.5*C 


S§HAC,55U7;H,4.40;iJ,12.88 
^K1iSC,55>.78;H,4.34;N,12.77 




S0 2 NH-n-Pr 


(iso-PrOH) 
mp, 136. 0-137. 5-C 


C :| H ;1 CIW 
^H%iSC,53.5liH,4.71;N,12.48 
£&«C,53.80;H,4.70;K,12.63 




S0,NHe, 


(CH 3 CN) 
Bp,162.0-163.0'C 


C ig H J9 CiH,0 4 $ 
JiiSmC,52.47;H,4.40;N,12.88 

£&i£C,52.57;H,4.30;lU3.13 


mmx 


CBjOH 


(iso-PrOH) 
op, : 169.0- 171. 0*C 


CiAeCl^O, 
S^ffiC,60.42;H,4.51;N, 11.74 
^&®C,60.72;H,4.23;K,11.71 


##0924 


NHMs 


(DMF-H,0) 

mp^io.e-^.o'c 


• C„H IT C1N<0,S 
mifolA C, 51 . 37;H, 4 . 07; H, 13 . 31 
S€^e C,5l. 39;H,4.02;)I,13. 14 


##{£125 


KHAc 


(EtOH) 
mp,190.O-191.5-C 


C^H^Cl^O, 
^ttC,59.30;H,4.45;N,14,56 
JfeS*teC,59.28;H,4.37;N,14.59 



[0066] 



1&2) 
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I* 






#3-PJ26 


KHMe 


(AcOEfc) 
np,146.5~147.5*C 


C„H,,ClN,O a 
EUfi C,60.59;H,4.80;H,15.Y0 
C. 60. 75:H, 4. 69;H, 15 . 66 




CHNeHHAc 


(AcOEb) 
bp,192.5~194.0*C 


Slfcf[C,6l.09;H,5.13;H,13.S>7 
3tSH£C,61.06;E,5.22;H,13.37 



[0067] [^3J 







tttt (BBBJfflBt) 






SO,HH, 


KAMI 

(HeOH) 
mp,194.0-~196.0°C 


CAiCIIAB 

Stttt C,49.69;H.4.66;K,13.64 
*OMIC f 49.55;H,4.76;I,13.62 


###]29 


CH 2 OH 


. (iso-PrOH) 
np t 149.6~151.0*C 


C ie H l0 ClN 3 O, ! 
ja»fiC,59.75;H,5.57;H,ll-61 
HKIIC,b'9.65;H,S.38;B,lK53 


#^0J3O 


HHMs 


(Ac0Et-iso-Pr,0) 
np,176.5<-177.5'C 


C,A|C1W 
J13lfiIC,50.88;H,4.98;JJ t 13.19 
tmfe C,50.89;H,4.97;N,13.04 


#^#J31 


NHAc 


(AcOEt) 
np,187.5—188.5 a C 


C l9 H n ClN<0, 
Mffim C,58.69;H,6.44;»,14-41 
XBMaC,58.64;H 4 6.45;H.14.30 




me 


(AcOEt) 
nFP,146.5-148.<rc 


SUM C,59.91;H,b.87;N,15.53 
*»ffiC,59.86;H,5.73;N,15.59 


#^0J33 


CHNeNHAc 


(AcOEt) 
np t 170.0M74.0°C 


C tI H IS ClN 4 0, 
SiWIC,6D.50;H,6.04;N,13.44 
SOW6C f 60.39;H > 6.10;lI f 13.24 



[00 68] 1*4] 
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R 1 






#*« 34 


0-SOjNH, 


H 


(OIjCN) 
np,232.0-233.D°C 


C, T H IS C1K,0,S 
3SSMIC 1 50.19;H,3.72;I,13.Tr 
*tt«C,50.19;H.3.55;H,13.72 


###J35 


a-S0,NH r 


H 


stress 

(CftBO 
mp,225.5~226.S B C 


C, y H ls ClN 4 O t S 
S^ttC,50.19;fl.3.72;H, 13.77 
*tt«C,50.11;H i 3.55;H,13.69 


#%0J36 


p-S0,NH, 


He 


(EtOH) 
mp,Z35.5-237.{rC 


CuBgtClIAS 
3MMtC,51.37;H,4.07;I f 13.31 
mkfe C,51.49;H,4.07;N,13.03 




p-S0,NH, 


OMe 


MttHKM 
(EtOH) 
mp,238.0-239.5*C 


CjiHifClHiOjS 
3S« C,49.49;H,3.92;N,12.S2 
£SM1C,49.44;H > 3.Y9;1U2.90 


##0J38 


p-SOjNH, 


CI 


nm& 

(EtOH) 
mp,236.0~237.0*C 


C„H u CI ? N,0,S 
C J 46,27;H,3.20;H,12.70 
C,46.29;H,3.07;lU2-54 



[0069] 1*5] 












(EtOH) 
np,196.5~197.5'C 


CuHgCUM 

Sflfefit C,43.64;H,3.17;H, 1.3.57 
C,43.75:H,3.06;M, 1.3.33 



[0070] 






n 






#*«40 


1 


(EtOH) 
mp,212.0~213.D°C#$ 


C„H„C1W 
Sot1SC > 48.92;H,3.34;N,14.26 
3WttC,49.18;H,3,26;H,14.33 




3 


(CH 3 CH) 
nrp a 215.0-2l6.0 # C 


imm C,5L37;H,4.Vr;N,13.31 
£0MB C,5L25;H,4.09;N,13.02 



[0071] 



[ 
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(stasias) 




mm 42 


(HeOH) 


31ife<IC,48.32;H,4.32;!l,14.12 
*»<SC,48.29;H,4.20;H,14.J0 



[0 0 7 2] [3*8] 

NH 









##W4S 




NMR^^^ h;v d(DMS0-d,) ppm: 2. 32(311, s),2.84(2H,t,J=8H 
z) J 3.28(2H,q,J=8Hz),6.99(2H ) d,J=8.5Hz) I 7.07{2H,d,J=8.5H 2 ),7. 
27(2H,d,J=8IIz),7.ij8(2H,d,J=8Hz),7.60-7.65(lB > ni),7.80-7.85(3 
H a m),8.36( 1H. d, J=8. 5Hz ) , 9. 98( lH,s) 
IR^^h;V v(liq) cnf l :34l6, 1528,1160 


#^#J44 




NMR^^WV <5(CDC1,) ppn:2.89(2H > t > J=6.5Hz),3.61(2E, 

q,J=6.5H2) > 4.66(4fl > s) t 5.84(lH > t>J=6,5H2),6.73(2H,d,J=8H2),7. 

M(2H,d,J^flz) > 7-20-7.35(10H > n),7.40(lH,t,J-8H2) a 7.61(lH,d,J 

=8Hz>, 7. 71 ( 1H, t , J=8Hz ) , 7. 89( 1H, d, J=8Hz) 

VXX'Vr h;V n/z:522,524(3:l,MO 

IR^^^h;V v(liq) ca' , :3416,1522 


*5JM 45 


CHMeOH 


NMR^^ WV <5(CJ>C1,) ppa:1.50(3H,d > J : 6Hz),3.00(2a > t,J= 
7Hz) > 3.73(2H,q,J=7Hz) l 4.92(1H J q,J=6H2),5.86(lH > 3) > 7.23(2H > d > 
J=8Hz),7.38(2H,d,J=8H*),7.45-7.50(lH,n),7.65-7.75(2H,Bi),7.89 
(lH,d,J=8.5Hs) 

IR*^h;v v(KBr) ca _, :345!4, 1516, 1364 
T^^^ h;nnyz;370,372(3:1,M 4 ) 




[00 73] 



[*9] 



(24) 



mWWl 1-80156 



N CI 



mm 

NUIR*^^ <y (CDCl,) ppn:2.09(2H,<piintet,J-7.5Hz), 2. 73(211, t,J-' 
Hz) J 2.89(2H 1 t,J=7.5Bi),2.9&(2B,t,J=7.5Hr),3.58(2H,q,J--7Hz),4.64(4H, 
s),5.52(lH,l)r-s),6.69(2H,d,J=8.5Hz),6.94(2H,d,J=8.5Hz),7.20-7.30(6H, 

o),7.33(4H.m) 

IRZlPhfr vdiq) cn-':3392,1522 

77X^ h/l/a/»:512 t 514(3:l.y> 



[0074] mm47 

N- C4- C2- C (2-^oo-3-=ibo#yyy 

2-7DO-N- C2- C4- (^^757) 7i- 
/P) xf-zlO -3--ho^yjy-4-T5>'2. 5 
9gt^ , Jv>2 6oiai^il*S^6. 9ml^jDi.. £ 
SCI • 5BSSHWFU:. S*fc»EES*U SHE* 4 
y rn t;lx~ r A-Cifc?* t T . JHSHhlfc 2 . 7 2 g Sr 



7 7. 0-CCOm&7VXA.ikZftt:. 

ammm c 20 h 19 c i n, o 3 

3Hfl C, 60.23; H, 4.80; N, 14.05 
C 60.28; H. 4.70: N. 14.01 
[007 5]##^J4 7<0*St^T, fllO^L 

[0076] 
13110] 



AcMoN 











(THF) 
"■P.1T1.0— 172.5-C 


CAC1IA 

3S«SIC,59.63;H,5.75;H,13.91 
gaWtC,59.50;H,5.63;H,13,95 



[OO77]##0949 

2-;on-5, 6, 7, 8-f h7tb'D-N- [ 2 
- C4- (N-^f;K^>r5y) 7i^] xf- 

5. 6, 7. 8— rb5tHo-N- C2- (4- 

f-/wr$/) 7x-/p)xf;p) -3--bu*/ *)y 

-4-7$ V3 6. 8g. ft«#y?A14. Ig&tf 
N , N - ^ f-/W*/WA7 5 K 3 7 0 ml <08KB»*C . 
giS$#T, MitOVfrl 2. 4ml$:SrFL^* 

^fl/y-n-A^y (1:1)D T«HU *fi* 
#4 1. 9g£»fc. 

IRX^Wl^ (liq) cm-i : 3432,1580 
, 1522 



7X^h;l^ b/z : 450 , 452 (M * f 3:1), 210 
(BP) 

NMRX^Wl^ d (CDClg) ppm : 1.65-1.80(4H. 
m),2.02-2.15(2H,Hi),2.70-2.85(4H,m),3.03(3H,s),3.30 
(2H,q,J=6Hz),4.33(lH.br-s), 4.53(21, s), 6.71 (2H,d,J= 
8. 5Hz) , 7. 01 (2H , d , J=8. 5Hz) , 7 . 15-7 . 38 (5H, m) , 7. 22(2H . 
d, J=7. 5Hz) , 7. 24 (1H, t , J=7. 5Hz) , 7. 31 (2H . t, J=7. 5Hz) 
[0078]##$50 

N» [4- C2- C {2-is<V'J)VT^;-3--Y 

n — L4- C2- c (3-ri/-2-^Do^yyy 

-4-4/1/) TS^X^/lO 7x^] T-fehTSH 
5. 7 5g&tfi^>'^l'T$>'l 1. 9mlO?l^*)Sr 
1 00-CT-l OBBHWPLfc. RJE»£ttte*Rtfl 0 



(25) 



«BB¥1 1-80156 



CS/»J^y^. SiXf^-n-^tV ( 1 : 2-2 : 
1 ) 3 TUSLT. ««5»tt6. 3 7 gfcfcfc. 
IRWWl^ ^ (Hq) cm" 1 : 3320,1668 
, 1522 

NMRX^h^ d (CDC1 3 ) ppm : 2.15(3H,s),2. 



88(2H,t.J=7H2).4.03(2H.q,J=7Hz),4.50(4H,s),7.00-7. 
30O3H, 0) ,7. 42(2H,d, J=8Hz) , 7. 50-7. 60(3H, n) ,7. 92(1 
H,d,J=8Hz) 

[007 9]#aWl5 0O*ffifcfieo-C. *1 
2 fc^Lfc##01 5 1-54 cWttrftiZftfz . 
[0080] 
[£11] 



HOMeHC 




c 



NH 



NO, 



[0081] 



NMR^l-^ <y(CDCl,) ppm:1.48(SH,d,J=6.5Hz),1.78UH,br-s),2.91 
(2H,t,J=7Hz),3.95{2H,q,J:7Hi),4.50('ffl,s),4.86(lH > q»J=8.5Hz),7.10-7.35 
(14D,m),7.50-7.60(3H,a), 7.92(11, d,J--8Hz) 
ITLXHrhft v(liq) cm ':335J5,1526 



imi2} 



NH 







n 








2 


NMR^^ dCCDClj) ppn:1.65-1.85<4H,m),2.16(3H, 
s),2.30-2.50{2H > m),?,.60-2.75(2H,ffl),2.77(2H,t,J=7Hz),3.4b 
(2a,td > ^7,6H2) > 4.34(4H,s),5.78(lH > t,J=€IIz) > 7.11(2H,d,J= 
8.5Hz),7J5-7-30(10H,ii),7.41(2H,d,J=8.5Hz) 
IR;*^h;V v(liq) 0^:3316,1670, 1518 


WJ53 


S0 : N^ 


1 


NMR^^WV 6(DHS0-de) ppffl:l,95-2>05(2H>m),2.68(2H, 

t,J=8IIz),2.88(2H,t,J=7Hz),3.00(2H,t,J=7Hz),3:65(2n,td,J= 

7,6Hz) > 4.34(4H,s) i 6.98(lH,t > J=«H2),7.10'7.30(12H > iD),7.38 

(2a,d,J-^H2),7.74(2H,d,J=8IU) 

IR*^*h;V v(liq) cr':3352,1560,1336 


#3WJ64 


NBn 2 


1 


NMRX^ d(CDCl,)- ppm:2.04(2H J quintet, J-7.5H2), 
2.75(2H > t > J=7Hs),2.76(2H,t,J=7.SHz),3,08(2H,t > J-7.SIfc),3. 
69(2H > q,J=7Hz),4.40(4H,s),4.63(4H > s),6.68(2H,d,J=8.5Hz), 
6.99(2H,d,J=8.5Hz)JJ2(4H,d,J=8H2),7.20-7.30(12H,m),7.32 

(4Q,t,J=8Hs) 

IRX^WV vdiq) 0^:3344,1522 

*?? ?y</7 K J|/*/ft;673QF) 



[0082]##flJ55 4- [2- C ( 2-?no- 3--bn* y 'J V-4 - 

4 _ C2 - c (2-N->^*<yi^rsy-3-- -fiW) r$y:ix?-^)<y-tfy;uw*>'7$F2. 4 



(26) 



1-801 56 



fi-ft*?- US'-* (50: 1~4 0 : 

1 ) ) X'nmLX. $8fittA2. 34 g£#fc. 
y-;U*^WfeSLT. lUtl 56. 0-157. 5*C 
oiiMIfe£iA£i#*:. 
7c£#*T« C JS H 27 N 5 O z S 
Ktf6ffi C, 65.05; H, 5.90; N, 15.17 
miM C. 64.81; H. 5.91; N, 14.90 
[00 83] mW5 6 

4- (2- C (3-7$y-2-?nn<*vyv-4- 

->->l>- 6**D»2. 0 5g^^/-;l'3 2il 
(Cfflff L . MSTrtSHbfc^SW h'J -7A 1 . 1 8 g * 
4 - C2 - C <2-?nn-3-xMa*y 

yy-4 — f/H 7sy)xfW^xrsH6. 4 



1 gtf>N, N-^-?-;P*^AT5 KJgJStrflllifc. 3? 
fc, TKS-ft*^*^ h U 0 . 6 5 g J ^Ml 

^x^a^^/-^SM^inx.Ti4 

Wcti-vy-yfy-iV (30 : 1-1 0 : 
1 ) D-Cft«L. »»fittA2. 88g£«fc. X*/ 
-A^^WttAt-C. H«22 0. 0-22 0. 5TO 

tBIWMWS c )8 h 17 cin, o 

atlffl C. 63.44; H. 5.03; N, 16.44 

H§fc€ C, 63.28; H. 4.93; N, 16.24 

[0084] ##015 6?):fra&:ft->T. &13-R2 

5 t^L£^##I 5 7-94 Ofc^ft fcfifc . 

[0085] 

[fll3] 




H* 'CI 



NH 2 





R A 








CDNHMe 


(EtOH) 
BP, 148. 0-150. 0*C 


C„H lf ClN,0 
WMtC,84.31;n,5.40;H,15.79 
^fiC,64.39;II,5.41;N,15.9Y 


#^J58 


OH 


(AcOEt) 
np.218.0-220.0-C 


C U H IC C1N,0 
C.65 .07;H, 5. 14;N, 13.39 
|§StfIC,65.04;H,4.93;N,13-29 


#^#J59 


C0 2 Et 


(iso-Pr,0) 
mp > 113.0-H.5.0 ft C 


C J0 H„CiN 3 O, 
aWSC,64.95;B,5.45;H,n*36 
gBBMtC,65.09;H,5.4l;N,11.40 




r? 

o-f- 

CH3 


(JtOH) 
mp,U3.0~H5.0°C 


31>MaC,65.Yl;H,5.78;N,10.95 
^Hfcffi C, 65 . 61 ;H, 5 . 82;N, 10. 95 


#*CH61 




(MeOH) 
mp,202.5-~204.0*C 


CARINAS 
mWm C,54. l8;H,4.5t>;W, 14.87 
«R« 0,54. U;H,4.47;N, 16.07 


###162 


NHMs 


(AeOEt-n-Hexane) 
mp,125.5~126.5*C 


C lf H„ClN 4 0jS 
SaWSC,55.31;B,4.90;N,14,33 
HSKfflC,5S.l4;H,4.81;N,14.09 


#%#J63 


NHTs 


(iso-PrOH) 
mp, 142. 0-142. 5 # C 


C J4 H :3 C1K 4 0,S 
2SiftffiC,61.73;H,4.96;H,12.00 
SaWSC,61.61;H,4.84;ir,n.82 




UUAn 


mp,161.5~163.5°C 


C.pHjjClNiO 

3SKffiCi64 s 3!:R*5r40 ; % 15*79 
I ifflSc!64J2;H^.J54;Ha5.65 



[0086] 



[H14] 



(27) »BPF1 1-80 1 














S0 } Nfl 2 


(DMF-BjO) 
mp,201.5^2Q2.5 - C 


C,AiClH|0|8 
3IMCi53.61;H,5.56;l,14.7l 
SBWtC.53.67;H,5.46;M4.72 




MAC 


(Benzene) 
D5>a34.0-134.5 ft C 


C^jClN^O 
BUMC,63.59;B,6.46;I,15.6l 
3ttM([ C,63.87;H,6.SO;H,16.B0 




NHeAc 


(AcOEt) 
mp,156.0~158.0 w C 


C W H„C1N,0 
a^flC>64.42;H,6.76;N,15.03 
§Jd&feC,64.38;B,6.7b;N,14.93 


#^PJ68 


CHHeNHAc 


(CH,C],-n-Hexane) 
mp,132.0-134.0*C 


CsAiCINiO 
SS6IBC,65-19;B > Y.03;»,14.48 
mm C 65 . 08 ;B, 7- 1S;K, 14. 40 



[0087] ^151 








V 






#^0»J69 




H 


(CH,CH) 
mp,158.0~160.0'C 


C„H„C1N ( 0,S • l/8HiO 
SIH»C,53.86;H,4.59;H,14.78 
£SMC,53.78;H,4.34;N,14.67 


#^0>J7O 


p SOjHHi 


He 


(EtOH) 
op,201.0~202.0-C 


CnHjjClNjOjS 
JSgaffi C,55. 31 ;H,4. 90;N, 14. 33 
£»«C,55.32;H,4.9B;B,14.11 


#5W»JT1 


p-S0,HH, 


OMe 


(EtOH) 
np, 196.5-198. 0'C 


C„B 1V C1N|0}S 
C,53. 13 ;H, 4. 71 ;H, 13. 77 
*BHiC # 53.15;H.4.71;M3.87 



[0088] [^16] 



H 2 N02-3 












(AcOEt) 
mp,176.0—177.0*C 


^Hfeit C,47. 05;H, 3. 95 ;N, 14. 63 
^mC,47.03;H,3.89;N, 14.41 



[0089] 



[«17] 



(28) 



iftim 1-801 56 





n 


tttt <£8&«K) 






1 


(EtOH) 
ap,202.0~203.0*C 


C„H„C1W 
SHflC,52.96;H,4.1Y;H,15.44 
^fIC,52.88;H,4.29;N,15.19 


##0"J74 


3 


(MeOH) 
mpJ63.0~166.0-C 


C 1I H I1 C1M,D,S 
Stfe<IC,55.31;H,4.90;N,14.33 
g|gifgC ( 55.21;H,4.99;H,14.09 



[0090] [IU8] 












&&&&& 

(AcOEt) 
np > l82.0~183.0 ,, C 


3§|{gC,65.O5;H,5.0O;N,15,17 



[0091] 1*19] 











(DHF 41,0) 

hp, 208. 0-210.0-0 


*liM£C,68.28;H,6.30;!U3.27 
^gkffi C,68.30;H,6.30;N, 13.25 



[0092] 



[fc20] 



(29) 



11-80156 



NH 





i 1 




##0977 


S0,NHHe 


NMR^b^ 5(DMS0-d«) ppm:2.38(3H,d,J-5.5Hz),2.93 
(2H,t > J=7.5Hi) > 3.50(2H J td,J=7.5,7Hz) ) 4.93(2H> s),5.27(l 
H,t,J=m),7.24(lH,q,J=5.5Hz),7.35 7-4S(4H,a), 7.65 (2H,d, J 
-a tm»\ 7 rrMH HH T=fi 5 IF*} 7 90(1H dd J=8.5.1Dz).7.95 

(lH,br-s) 

IR^^h^ v(liq) cm-' :3360, 1360, 1184 
^XZ^t WV*/2:390,393{3:1,M*) 






NMR^^hA tf(DMS0-d,) ppffl:0.95(3H,t,J=7-5H2),2.70- 
2.80(22 > m),J>.95(2n,t,J=7.5Hz),3.50(2H,q,J:7.5fl2),4.90(2H, 

7.80-7.90(lH,m) 

IR^^WV v(liq) en' 1 :3352, 1386, 1184 
h/Ha/z:404,406(3:l,M>) 






NMR^h^ d(MS0-d,) ppm:0.80(3H,t, J=7Hz), 1.35(2 
H,se3dx)t > J=7Hz),2.G5(EH,q > J=7Bz),2.90(2H,t > J--7.5Hz),3.50 
(2H,q,J=7.5nz),4.95(2H t br-s),5.25(lH,t,J=7-5Ba),7.35-7.45 
(5B,m),7.65 -7. 70(3H,m) ,7.85-7.95(lH,n) 
fRZ^Vfr v(liq) c»* 1 :3352a380,1160 


mm 80 


S0,NHe t 


NMR^^WV (HDHSO-d,) ppn:2.57(6H,s),2.96(2H,t,J=7 
Hz),3.53(2H,q,J=7Hz),4.93(2H,br-s),5.29(lH > t,J=:7Hz),7.35- 
7.45(2H,ifl),7.44(2H,d,J=8.5Hz),7.59(2H,d > J=8.5Hz),7.66(lH > 
dd> J=8, 1Hz ) , 7. 90( 1H, dd, J=8, 1Hz ) 
IR^^h/V v(liq) cm' 1 :3360,133s, 1186 
1^^10/2:404,406(3:1,^) 




CftOH 


NMR*^WV S(MS0-d|) ppB:2.B3(2H,t,J=7.5Hz),3.45 
(2H,q,J=7.5Hz),4.45(2H,d,J=5.5Hz),4.90(2H,s),4.96(in,t > J= 
5.5Hz),5.24(lfl,t > J=7.5Ez),7.l6(2H,d,J=8Hz),7.21.(2H,d,J=8H 
z),7.35-7.45(2H,m),7.68(lB,dd,J=8.5,2Hz),7.97(lH,dd,J=8. 
G,2Hz) 

IR^^h;V v(liq) cnf l :3Z5Z 
V**^'> h;Vm/z:327,329(3:l,M*) 



[0093] 



[#12 1] 



(30) 



®m-l 1-80156 






R* 




#^00 82 


NBn, 


NMRX^ h;V (5(CDC1 3 ) ppm:2.82(2Il,t,J=6.5Hz) > 3.44(2H, 
q,J=6.5H2),3.76(lB,t l J=6.5Hz),3.85(2H,lr-s),4.67(4H,s) > 6,7 
3(ra t d,J=8.BK») J Y.0B(2H > d,J==8.5H*),7.20-7-40(lI],n),7.4O-7- 
50(2ff,i»),7.86(lH,d,J-*Hz) 

h;i/a/z:492, 494(3:1, M 4 ) 


#90183 


CHHeNHAc 


MfttKft 

NMR^^^ h;V (5(DMS0-d,) ppm:L30(3H,d,J=7.5Hz),1.82(3 
H,s),2.8i(2H,t,J=7.5H2) J 3.44(5ffl > td,J=7.5,7H7 < ),4.85(lB > q,J= 
7.5H2),4.90(2H,s),5.24(lH,t,J--7H3),7.13(2H,d,J=8Ik) > 7.18(2 
R,d,J=8Hz) > 7.35-7.50(2H,a),7.B7(lH,dd,J=8,lllz),7.90-8.00(l 
H,B),8.07(1H,d,J=7.5Hz) 
IR^^hJV y(liq) aa-'^Se^lBSe 
h;Vm/z:3820T) 


#*0*J84 


NMeAc 


NMR^!?>^ 5(DHS0 dj) ppn:L 74(311, s) s 2.87(2H,t,J=7II 
z),3.il(3H l s) J 3.50(2fl,q,J=7Hz),4.90(2H,br-s) > 5.2G(lU > t,J=Y 
H2) ) 7.i5(2H,d,J=8,5Hz),7.24(2H 3 d,J^8.5Ite),7.30-7.45(2H,m), 
7.67(lH > dd,J=8.5,lH2),7.9^(lII,dd > J=8.5,lHz) 
I Y)V v/(liq) aif 1 ;3344,1646 
Yto m/z:368(H 4 ) 



[00 943 



[IS22] 



(31) 



1-80 1 56 






V 






CH,0H 


NMR*^ <S(l)MS0-d,) ppn:l.60-1.75(4H,m),2.44(2H, 
t,J=6Hz),2.58(2H,t.J=6nr),2.72(2H,t,J=7.5H2),3.28(2H,td.J= 
7.5 J 6Hz) > 4.36(2H,br-s),4.41(lH,t,J=6Hz),4.45(2H,d,J=6Bz), 
4.96(iH,t,J=6Hz),7.13(2H,d.J=8.5Hz),7.21(2H > d,J-8.5Hz) 

1 iCa^v r/K Vliiqy lib .0004 
V*;*^* h;Vm/z:331»333(3:l,M 4 ) 


mm M 


NHMs 


NMRX^ <y(DMS0-d#) ppn:i.60-1.75(4H,m),2.41(2H, 
t»J=6Hz),2.b7(2H ) t > J=6B2),2.70(2H,t,J=7H2),??-92(3H,s),3.28 
(2H,q,J=*/HE),4.36(2H,l)r-s) J 4.40(lH > k > J=7Hz),7.11(2H > d,J=8. 
5Hz),7.14(2H,d,J=8.5H a ),9.46(lH,br-s) 
IR7^h;V v(liq) cnr , :3356,3264,1336,1154 
WVm/z:394,396(3:UM«> 




NMeBn 


NMR*^* W> <5(CDC1,) ppm: l.(»-1.80(4H,ii), 2. 20-2 -35(2 
H > m),2.6b-2.80(4H f iD),3.02(3H,s),3.20-3.40(3n,m) 3 3.52(2H > br 
-s) > 4.52(2H>s) > 6.70{2B,d,J=8.5H2),7.05(2B>d,J=8.5Hz),7.15- 
7.40(5H,B) > 7.21(2H,d,J=7,5H2),7-20-7.30(lB,m) t 7.31(?.H,t,J= 

7.5Hz) 

ULa^ZYfr v(Hq) cnf l :3356 
TXX^ h;i/m/z:420,422(3:l>M 4 ) 



[0095] [3*23] 






R A 


R 1 


S* 


#%#)88 




H 


NMR^^ ^(DMSO-d,) ppn:3.32(ZH,t,J=8Hz),3.5 
2(2H,fcd,J=8,7Hz),4.94(2H > br-5),5.22(lH,t,J=7Hz),7.35 

•7.45(7H,ffi),7.49(lB,td,J=6,lHz),7.67(lH,dd,J=8,lUz), 
7.88(lB,dd,J=8,lHz),7.95-8.00(iH,D) 

IRX^b;v v(liq) cm' , :3428,3330,U80 
h;VB/z:376,378(3:l,M») 


#^J89 




CI 


NMRX^h^ tf(DMS0-d 8 ) ppii:2.91(2H.t,J=7.5Hz), 
3.43(2H,td,J=7.5,6.blz),5.08(2H,br-s),5.35(lH,t > J=6. 
5Kz),7.15(^B,br-5),7.3S(15,dd,J=9 > 2.5Hz),7-40(2K.d,J 
=8.5Rz),7.69(lH,d,J=9H 5 6),7.73(2H,d,J=8.tiHz),8.01(lH, 
d,J=2.5Hz) 

IR^h^V v(liq) cm- l :3444,3372,L330,1160 
7^^^ h;m/z:410,412.414(9:6:l,M f ) 



(32) 



HHPF1 1-801 56 



[0096] 1&24] 










t^jOT 90 




NMR^h^ <5(CDC1 3 ) ppni:l. 50(^,11, J=6Ba),1.76(lH,l)r 
- s ),2.92(ZH,t,J=-/l2),3.46(2H,t,J=7H2),3.50(lH,br-s),4.00(2 
a hr>~*\ a nrtf4.H <ri 4 90flH q J=6Hz) 7.15-7.40(17H,io).7.77 
(lH,d,J:7.5H2) 

IRX^£ h;V v(liq) cm" 1 ^ 
V**^ h;Hu/z:502(M f ) 


#3f0IJ91 


NMeAc 


NMRX^ (5(CKi,) ppn:1.86(3n > br-s) > 2.94(ZH,t > J=7 
Hz) s 3.25(3H s br-s),3.48(2H > td > J=7,5.5Hs),3.60(lH,t,J=5.5H 
z),4.01(2H,bp-s),4.5l(4H,s),7.12(2H,d,J=8Hz), 7.18-7.42(15 
H,m),7.79(lH,d,J=8.5Ha) 
3R^^ h;V v(liq) cn- , :34?.0,3370,1660 
T/l^^ MVffl/z:529(H 4 ) 


#£0192 


NHAc 


NMR*^<> MV tf(CDCl,) nm:2.17(3H > s),2.88(2H,t,J=6.5n 
B ),3.44(2H > t,J=6.5Hz),3.57(lH,br ♦8),4.00(2H,br-s),4.50(4H > 
s),7.15(lH,br-s),7.15 7.30(13H,ia),7.36(lH,t,J=T.5Hz),7.40 • 
7.45(3B,m),7.78(lH,d,J=8.5Hz) 
IR^^Wl/ y(liq) an-' :3324, 1.670 
h;VmA:515(H 4 ) 



[0097] 



[*25] 



(33) 



&mi 1-80156 








n 






mc 


2 


NMRX^^ £(CDC1,) ppn:1.60-L80(4B > nj),2.17(3 
B,s)^.20-2.35(2B,ni) > 2.65-2.75{2H,m),2.73(2H > t > J=6.b 
H2),3,34(2H>t,J=6.6H2) a 3.61(2fl,br-s),4.«3(4H > s),7.n 
(2H,d,J=8Hz)»7.15-7.33(10H,B) > 7.41(2H,d,J=8Hz) 
IRX^£Wl> v(liq) 0^:3412,3320,1668 
h/Vn/i:5190r> 




NBn> 


1 


NMRX^h^ d(CDCl,) ppa:2.02(2H,quintet,J=6.5H 
z) > 2-G2(2H > t J J=6.5Hz) J 2.83(2D,t > J=6.5Hz) > 2.87(2H,t,J 
=6.tiH2),3.1Y(2B,br-s),3.49(2Il,t,J=6.5Hz),3.65(lH,br- 
s),4.12(4H,s),4.63(4H,s)»6.63(2H,d,J=8.5Hz),6.85(2H, 
d,J=8.5Hz),7.15(2H,t,J=7.bHz),7.20-7,30(14H,m) 7 7-32 

(4H,t,J=7.5Hz) 

IRX^h^ v(liq) cm' J :3384 
T^^^ WI/b/*:643(H*) 



[009'8]##«95 

4- C2- (4-?on-lH->f 5?YC4, 5- 

c ) *j y y- 1 x-^o ^yxr $ p 

4- C2 - C (3-TSy-2-^DD^yU>'-4- 
h*Kx*;U10nl*lo£. 8 0-1 2 0°Ct'5^^}S 
>f V 7" nWUX-^-caW LT^fe^B B a 2 . 2 9 g 



0-2 88. 0-CO^fe^ B B B 2:#^- 
jHIMMWI C 19 H 15 C1N 4 O 
5If&® C, 65.05; H, 4.31; N, 15.97 
Wm C, 64.80; H, 4.08; N, 16.15 

[0099] #*W9 5(7)»^t, =82 6-^3 
4 ^Lfc##fi?99 6-14 7<0ft#ft£&fc. 

[0 100] 

[«26] 



(34) 



WBPPl 1-80 1 










tttt (ffftMIK) 




96 


COMMe 


H 


(EtOH) 
np.220.(K2£2.0 ,> C 


CH|,C1H 4 0 
MM®. C, 65. 84;H,4.70 ;H, 15 . 36 
£SMtC,65.66;H,4.76;N, 15.07 


#^0 I J 97 


OH 


H 


(DMF-HtO) 
mp,231.0~232.0 ft C 


G,|H| 4 C1I|D 
IMt C,56.77iH,4.36;H, 12.98 
«MCI7.M:L4.06:1. 13.07 




C0,Bt 


E 


(iso-PrOB) 
mp,128.0-129.0'C 


CnHaCWjO, 
3aaMtC66.40;H i 4.78;I,11.06 
fSftte C.66.50;H,4.57;», 11.05 


#%«99 




H 


(EtOH) 
nip,165.5M67.5*C 


C„H„ClN t O a 
1S§MSC,67.D9;H,5.!2;JI, 10.67 
*(fc«C,B7.13;H,5.08;I,10.72 


#^0J 100 


S0 2 NIEt 


H 


(EtOH) 
mp,205.0~206.5*C 


S»«C,57.90;H,4.62;I,13.50 
MI C,58.18;H.4.59;H,i3,53 


101 


S0,BH-n-Pr 


H 


(MeOB) 
ip.231. 5-234. S°C 


C 3l Hj,ClH 4 0jS 
SIM C,58.80;H,4.93;H,13.06 
*IMM.6B.68:H,4.71;I,12.92 


##0J1O2 


SO I HMe J 


H 


ttftfittfl 

(cn»cH) 

mp,233.5— 235.0'C 


C, 0 H, 8 C1N,0,& 
attC,67.BD;H,4.6E;I,13.50 
f^lllf C,57.71;H,4.b"3;N>13.26 


103 


S0 3 HH, 


H 


(DHF-HjO) 
*p,265.0~266.i>*C 


CAiCHAS 

3ftttC,55.89;H,3.91;1, 14.48 
*»«C.55.7Z:H.3,y3;H,14.S2 


104 


SOjNIWe 


H 


(DMF-HjO) 
■D.Z16.5~H7.li B C 


CitH l9 ClKiQiS 
C,56.93;H,4.27;H, 13.98 
*BMIC > 5B.79;H,4.43;I,13.80 



[0101] 



[*27] 



(35) 



¥iffi¥l 1-80156 






E» 








a^l^v- ra\ i al." 

W%fXr\ 10b 


S0 I rftine 


Ite 


B)P,253.0~254.0 , C 


dAiCUAS 
^»fiC,57.92;H,4.40;H, 13.48 


#^#u 106 




17+ 
it 


mp,272.5~273.5*C 


dAiWW 
£K&C,58.61;H,4.87;H, 12.95 


107 


A fS \TTT\ * 

SOjNHMe 


n-Pr 


(DMF H,0) 
m>,26Q.5~261.5*C 


C„H„C1H,0,S 
fSSWfi C,59. 70;H, 5. 21 ;K, 12. 51 


#%#| 108 


S0,NHMe 


n-Bu 


/|\irn n r\\ 

(DMr HjO; 
mp,205.5~206.0*C 


CjjHjjClNjOjS 

iSsfijllE l/jt)U.4D,Jl,d»01|Jlj >6.6D 

SHSMaC,60.45;H.5.47;N 3 12.25 


#^•0!) 109 


CH t 0H . 




/ it + f)TA 

mp,191.0M93.0*C 


C,,H„C1N,0 

7Wlft4* P R7 RR-fl A 77-H 1? /A 
wi U& D * .00,11, t. 1 1 ,«j i£ .v* 

SOHt C,67.58;H,4.58;1U2.27 






n-Bu 


(AcOEt) 
njp,177*b~178.5*C 


C is H M ClN,0 
2£3Mi C,70.13;H,6.14;H, 10.67 
gML C,70.16;H,6.03,%10.61 


WJin 


NHMs 


fl 


mp,218. i>~220. 0*C 


dA'CUAS 
SSSfS C,56.93;H,4.27,'1U3.98 
SfcgHB C,56.95;H,4.26;W,13.77 


ii2 


BHMs 


No 


(EtOE) 
mp,249.0-250.0°C 


CjoHjjCINAS 
3i3SfiS C,57.90;H,4.62;N,13.50 
^SMSC,57.96;H,4,74;K,13.21 


#3?0|J 113 


NBMs 


Et 


(BtOH) 
mp>240.0-240.5*C 


dAi«W 
SBMk C,58.80;H,4.93;1U3.0G 
5IKfiC,58.67;H J 4.84;N > 12.94 


#if 0>J 114 


HHMs 


n-Pr 


(HeOB) 
mp,22i.5-224.0°C 


CtAiCliAS 

mmfe C,59.65,'H,5.23;1U2.65 
^<eC,59.65;H,5.15;W,12.63 


##0<I115 


SHHs 


n-Bu 


ttftfittB 
(Med) 
mp, 199. 5-200. 5"0 


dAiCMAS 
C,60.45;H,5.61;H,l?-26 

HKfll C,60.45;H,5.44;H,12.20 



[0 102] 



[£28] 



(36) 



fflff-l 1-80156 






R* 


R* 








NHTs 


H 


(BMF-H 2 0) 
mp,246.5-247.0'C 


C,AiC1K|0,S 
a»flC,62.95;H,4. 44;H, 11.75 
*Ift€C,62.79;H,4.36;N, 12.03 


^g-ffi] 1 1 7 
•S^*^ 17 'J 1 1 1 


NHAc 


H 


(EtOH) 
Bjp,276.0-J>77.0 e C 


CnllnClltO 
3I8MK C,65.84;H,4.70;N, 15.36 
^OMt C.66.6B:H,4. 7B;H, 1B.09 








fHeOIH 

\.rivv/xi> 

nrp,250.0-?.51.0'C 


C,,H I9 C1M 4 0 
g|!<g[ C,66.58;H,5.05;N,14.Y9 
^^C,66.45;H,5.03;N,14.80 


1711 lis* 




Et 


mane 

CAcOEt) 
dip,215.0-5>15.5'C 


C,AiClN,0 
SIM C,67.26;H,5.39;N, 14.26 
£»ffiC,67.44;H,5.41;JU4.22 




NBAc 


n-Bu 


(MeOH) 
mp,220. 0-220. S*C 


C,<H„C1N 4 0 
J£SM&C,68.48;H,5.99;N, 13.31 
^J&{gC,58.47;H,6.00;N,13.t;8 


121 


fflfeAc 


H 


(EtOH) 
n&>, 137.0-1 37. 5 # C 


CjAjCIH.O 
Slifttt C, 66 . 58; H, 5. 05 ; N, 14, 79 
£BHSe,66.50;H,4.96;N, 14.77 


#^04 122 


NHeAc 


He 


(iso-PrOE) 
mp,248.5-249.0-C 


C^AiC1H«0 
BMC C > B7.26;H,5.39;F,H.26 
*»ttC.B7.30;H,5.42;lI, 14.24 


123 


NMeAc 


Et 


(HF) 
mp s 233. 0-234. 5'C 


. CJhfiVifl 
Slw<!SC,67.89;H,5.70;», 13.77 

*WKC,68.06;H,6.68;1, 13.94 


#%0U 124 


NHeAc 


n-Bu 


{Ac0Et-iso-Pr,0) 
mp,175.5-176.0'C 


WfciClIl 
3Ig&{IC,69.Q3;H,6.26;N,12.88 
58»«C,69.07;H f 6.22;I,12.85 


#400 1*5 


NBni 


n-Bu 


(AcOfit) 
HP,151.t>-152.5°C 


C.jHj 5 C1N, 
SMIC,ff.33;H,6.31;I,10.02 
Sg«{fiC,77.42;H,6.29;ir, 10.11 


#400 126 


CHMcKHAc 


Bt 


(AcOKt) 
mp,188.5-190.5 # C 


CAjC1N 4 0 
S^<SC,68.48;H,5.99^,13.31 
HttteC.68.27;H.6.11;lU3.21 



[0103] 



m29] 



(37) 



ttBBTl 1-80156 






B* 


R« 






-tt, not inn 

127 




TJ 

n 


I DAT iljU^ 

np.247.5~249.S , C 


fISfirfifC 55 31:H.4.90:N,14.33 
«M»C.SS.03;H,4.7B;H.U.40 


/ MSI A rtfk 

##0*J 128 


NHMs 


fx 
B 


mp,202. 0-204. 0'C 


CuHhCIN^S 
AB^ittrr 3S'H 5 23:11 13.84 

*I«ittC,6B.61:E.6.41;« > 13.57 


129 


NHHs 


tie 


mp,247.0-248.0*C 


C t0 H M ClN,O 2 S 
HSfcteC 57 34-R 5 53-N.13.37 
£&teC,57.34;H,5.72;N,13.16 


^3*0»J 130 


NHHs 


n-Bu 


mp.l64.0MB5.0*C 


C„H„C1H 4 0,S 
USSHiSC 59. 92:H. 6.34:11,12.15 
0OMtC.59.7D:H.6.22;]U1.95 


131 


NHAC . 


n 


np,247.0~!M9.0 , C 


C,A 2 C1H,0 
l^ir 64 95-H.6.00:N. 15.15 
«R«C,65.14:H.5.'«;I>15.23 


132 


NHac 


we 


mp,249.0<-250.0 # C 


CiAsCUiO 
ISSW C. 65 . 87 : H. 6 > 05 : N , 14 . 63 
^5fc*tC,65.82;H l 6.05;N,M.61 


3£3kW< 133 


HHAc 


Bt 


(AcOBfc) 
mp,202.0— 202.5*C 


C,H„C1H,0 
JSSMtC,65.57;H,6.35;N,14,12 
H&M C,66.32:H.6.24;N.14.04 


134 


HHAc 


n-Bu 


(AcOEt) 
nrp, 192.0-193. 0'C 


c^AiCU,o 

WbSL C,67.83;H,S.88;», 13. 18 
&J&flSC,67,89:H,7.02;H, 12.93 


##01135 


NMeAc 


H 


(iso-PrOB) 
mp,191.5~192.5'C 


CAiCli«o 

WM 0, 65. 87;H, 6 . 05;H, 14. 63 
*»«C.66.07;H,6.02;H,14.51 




NMeAc 


He 


(Eton) 

n3>,229.0-230.0 s C 


C,AiC1N 4 0 
mtm C,«.57;H,6.35;M4.12 
*IMiC,66.40;H.6.35;M4.11 




NMeAc 


Bt 


(THF) 
znp,217.5-218.5'C 


CA1CW4O 
S^C,67.22;H,6,62,-fl,13.63 
C,6Y.17;H > 6.62;H,13.68 


i38 


NMeAc 


n-Bu 


(AcOEt-iso-Pr,0) 
mp, 147.0— 148. 0*C 


CAiClNiO 
3ISllC,68.40;H,7.12,N,12.76 
£®teC,68.52;H,7.17;N,12.77 



[0104] 



[£30] 



(38) 



1-801 








E c 














C„H 3t ClN,0 


139 


CHHeNHAc 


H 


(AcOEt) 


3£3M4 C,66.57;H,6.35;I, H.12 








mp>192.5—193.5 e C 


^1C,66.63;H,6.47;H,14.29 



[0105] [IS31] 










m fflttMSK) 




mm i4Q 




a 


(DHF-HjO) 
mp,261. 0-262. 5'C 


CnHuClKiOtS • 1/4H.0 
S^fflC l 55.24;H l 3.99;M,14.32 
IOMIC.ES.06;H.3.T1;I,14.44 


#*« 141 


p-SOjNH, 


Ne 


(cuci) 

BP,276.5~278.0'C 


C U H„C1HAS 
5lH<iC,56.93;H,4.27;M s 13.98 


#*«142 


p-S0,NH, 


OMc 


(OBUHO 
inp,266.5~268.0 o C 


C,H„C1HAS 
*ta8<&C,54.74;H,4.11;N,13.44 
*^ffiC > 64.47;H,3.96;W,13.29 


#?0*J 143 




CI 


(CH 3 C») 
nip, 253. 0-264. 0'C 


«^fiC,51.32;H,3.35;N,13.30 
*IWtC»S1.13;H,3.16;R,13.07 



[0106] [^32] 










#*« 144 


(CH,CH) 
np,238.5-239.5'C 


Ci ( Hj 3 C1N|0 2 S2 
3BW*C,48.91;H,3.34;N,U.26 
SaBMAC,49.08;H,3.23;H,14.53 



[0107] 



[»331 



(39) 



ftm 1 ! 1-801 56 






n 






#5t#J 145 


1 


(EtOH) 
mp,260.0~261.(rC. 


CH.jClH.CS 
SSMff C,54.-rr;H > 3.51.;H,15-03 
*&«[C,54.73;H,3.48;IU4.84 


146 


3 


(DHF H,0) 
M>,183.5~184.0*C 


C„H IT ClH,O t S 
fm®. C,56. 93;H, 4. 27; H, 13. 98 
3?BM1C.56.65;H,4.25;IU3.68 



[0108] [%34] 




#300 147 



1&3 1^11 

NMRX^ <5'(DHS0-d,) ppa 
br-s),3.10(2H,t,J=7.5Hs),4.50(2B 
0(2a,d,J SHz),7.22(2H,d,J=8Hz),8 
[RX^b;V v(liq) cm' 1 :^ 



1$^ . . 

1.81(4H,Dr-s),2.88(ZH,l)r-s),3.10(2H, 
,s),4.61(2H,t a J=7.5Hz),5.24(lB t 3),7.1 
.04(lH,s) 



C0109] mmi4s 

4- C 2- (4-?an-2-^f^-lHM S^V 
C4, 5-cO xf-AO -N- 

4g^^b^x^;W9. 4ml£in;l. 14 0*CT1 
)V, SKxf;P-^fy < l : 1-4 : 1 ) D 



t s H£l 5 1. 0-15 2. 0*CcoSfeMttB H H 2:# 

7Ufg#*HI C 23 H 23 C 1N 4 0 3 S 

C, 58.65; H. 4.92; N, 11.90 
Hg« C, 58.59; H. 4.70; N, 11.71 

[01 1 0] ##0!1 4 8^^S(^oT. 3c3 5-Sc 
3 6C^L^##^1 4 9-15 2 

[0111] 

[£35] 



(40) 



ftmi 1-80156 














mm us 


Et 


Et 


(DHK) 
mp,m.0M78.0'C 


C«H IT C1N|0 3 S 
att«[C,60.17;B,B.45;M1.23 
*ftttC60.02;H,5.46;Ml.ll 


150 


n-Pr 


n-Pr 


JtftfHftB 

(iso-PrOH) 

mp,ii7.o~U7.5 tt c 


CsAiCIIiQiS • 
aa{4C,61.53;H,5.93;H, 10.63 
mtC.61.41A5.90;l.lO.M 




n-Bu 


n-Bu 


(AcOEt-n-Hex) 
ap,99.0M00.5°C 


C„H,jClN,0,S 
mmm C,62.74;H,6.35;N, 10.09 
jHIWC,62.58;H,B-41;H,10.13 



[0112] [*3 6] 








152 


NMRX-^WV d(DHS0-d«) ppn: 1.00-1. 25(3K,b), 3. 71 (2H, t,J=7Hs), 
4.22(2H,q,J=7H2) > 5.09(2H,t > J^z)J.10-7.15(lH,n) > 7.40-7.60(2H,E), 
7.65-7.80(2H,ffl),7.90-8.00(lH,ia),8.08(lH,dd > J=8,lHz),8.25(lH,s),8.5 

0-8.55(1H,id),8.65(1H,s) 
IR^h^ v(liq) cn' , :1366 > 1162 
WI/«/a:442,444(3:l,M*) 



[01 13]##09153 

7*ne:*yg 4- (2- (4-;nn-2-xf;P- 

4- C 2- C (3-7S/-2--?uo*/i>y-4- 
A)\>) T^SI xf-rtO ^.y x>T/^n-;^3 . OOg 

l#»»0. 17g£Jn£, 6B*fSBgSSU: 
i o%t>-*-T7K. *avisai«s*T« 



g^fl/y-^^/wKSO: l))T»8Lt. 
ttttfiMftl. 7 0gfeHfc. -lvrDW7^3-^ 
frftWMILT. 1W144. 0-145. SXtfffiM 

7HR#*Ni C 24 H 24 C1N $ 0 2 
Sf&fi C, 68.32; H, 5.73; N, 9.96 
HRfi C. 68.32; H, 5.74; N, 9.98 
[0 1 14] ##091 5 3^:foT, H3 7-^l 

[0 1153 
[«371 



(41) 



BrflPPl 1-801 5 6 



j I r' I tttt (gfeaa^) I /ciai 

s Me (isoPrOH) mm&C,KAUB, 







R 1 


tttt (»»»«») 






Me 


Ne 


(iso PrOH) 
HP,150.5HL52.5°C 


C„H„C1F 3 0, 
3UMC,86.41;B,6.08;I,10.S6 
9OMtC 1 e6.90;B J 6.2S;]l > 10.63 


155 


Kt 


Et 


(iso-PrOH-iso-Pr 2 0) 
«p,l».0^129.(rC 


3!§jMi C, 67. BY;H, 6 . 63; N, 9 . 87 
3?&{itC,67.57;B,6.52;N,9.91 



[0116] [£?38] 






tttt (SHAtMK) 




#909156 


(iso-PrOH) 
mp,187.0~189.0°C 


CnB^ClltOiS 
3I^{£C,58.2i>;H,5.82;N,12.94 
g»«C,58.31;B,5.98;H,12.90 



[0117] ##0U 5 7 

4 - C2- (2-xh^fv^f-;U-4-bKD^x-l 
H->f5^YC4. S-O^/yy-l—fAOx* 

4- [2- c (3-r$y-2-?nudfy>jy-4- 
T5y)x^-;H <y-tfyx;l/*yrS.K5. 9 
2stxh^>-B^SS2 3. 7ml$riDi.. 8 0-1 3 O'C 
T6IWHWPU:. *fajLfc***« a KU S 

fl^f-VVTaWL. 3. 9 0 gOttAfeftte. N. N 



jS3 o ox:ja±«*ffeiaBit»fc. 

5E*»W* C 2 ,H 22 N« 0 4 • 1/2 Hj O 
SMI C. 58.52; H, 5.26; N, 13.00 
gRfi C, 58.41; H. 5.00; N, 12.75 

[01 18] ##011 5 70*St«-»T. SS39-~£ 
4 6fcwLfc#*Ml 5 8~1 7 8*>fc£ft£»fc. 

[0119] 

[£3 9] 



(42) 



mm-i 1-80156 


















iso ^en 


(DMF-H,0) 

IP.WCJ&U: 


C 2 ,H M H 4 O s S • 1/6H 2 0 
Sttfl[C,62.56;H,6.01;M, 12.69 
£aMC,62.27;H,5.S0;H, 12.57 


###J169 


S0,NH, 


CF, 


(DMF-ftO) 
mp,300*CtLfc 


CjjH^FaN^OjS 
SKtt C,52.29;H,3.46;1U2.84 
^€C 3 52.16;H,3.38;M, 12.86 






CH,CH 2 CF, 


. (DMF-HjO) 
mp,290.0~ 
291.5°C#8? 


JS2ftfIC,54.31;H 4 4.12;N,12.06 

d&SfrfifTC 54. 33 "H* 3 87-N 12.01 


#*«I161 


SO,NH, 


CH,OH 


(DMF-HjO) 
mp, 294. 0-296. 0*C 


3aH*C,57.28;H,4.55Ai4.06 
MMC,67.17;H,4.60;I,14.06 


#%#J162 


SOjNH, 


CH 2 0M9 


(EtOH) 
mp,277.5-278.5'C 


Cj|H 2l N t O t S : 1/4H 2 0 
SaMC,57.61;H,4.96;H,13.44 
^teC,5Y.52;H,5.04,%13.34 




NHMs 


CH,OEt 


(MeOH) 
np.231.0^233.0 > C 


C«H 24 N 4 0,S 
mSM C,59.98;H,5.49;K,12.72 
«MC a 60.00;H,5.B2;H,12.68 


##0J164 


SOjNIlMe 




(DMF-H,0) 
mp, 288. 0-289. 0'C 


CiAAOjS 
S^1C,63.28;B,5.54;H,12.83 
MMC J 63.07;H,5.41;M,12.B7 


4MTM165 


SO,NHHe 


CH z OEt 


(DHP-H,0) 
mp, 268.5-270.0 # C 


Sifeffi C,59.98;n,5.49;H,12.72 
^ffl[C f 60.09;n,5.44;K,12.90 



[0120] [*4 0] 














#%0J 166 


S0 : NH, 




(DMF-HjO) 
mp,300°CJ&L± 


C ll S„N l 0 < S • 1/3H,0 
Ulilg C, 57. 78;H, 6 . 16 ;ff,12. 83 
*»*C,S7.54;H,6.16;I > 12.68 


#^0J 167 


HMoBn 


CH,0Et 


(THF) 
mp,235.0— 238. 5'C 


CiAiHA " i/ 4 ^ 0 

SIM C,73.31;H, 7.32,-1,11.79 
^K^C,73.43;H,7.25;N 3 11.92 



(43) 



ttBHPl 1-801 



(AcOBt) 3MSttC,73.K;H,6.42;I,! 
186.0^186.5-C g»ffiC,73.64;H,6.39;H,! 

















(AcOBt) 


a^<IC l 73.82;H,6.42;H,9.22 


mp>186.0M86.5°C 


*SWiC,73.64;H,6.39;N,9.16. 



[0122] _ 1*4 2] 

_ 1 H 



169 


El 


n-Pen 


NMR^-^^h^ <5(DMS0-d,) ppm:0.87(3H,t,J=7IIz), 
1.15 1.40(4H,ii),1.63(2H,«iuintot,J=7nz),2.43(2H,t,J 
=7Hj ), 3.20(2H, t, J=7Ba ), 4. 73(2D, t, J=7Bz) , 7. 21(2!I,br 
-s),7.29(2H,d,J=8Hz),7.4S(20,t,J=8Bz),7.50(lH,d,J= 
8Hz) > 7.73(2H > d,J=8H2),8.07(lH,d,J=8Hz),H-43(in,br 

-s) 

IK.X-*-9}-n> v(KBr) cm': 1(560,1336,1162 




SO,NH, 


iso-Bu 


NMR*^!^ <y(DMS0-d,) ppm:0.89(6H,d,J=7Hz), 

2.05-2.15(lH,B),2.32(2H,d,J=7Hz),3.t8(2H,t,J=7Hz), 

4.74(2H,t,J='/Hz),7.23(2a,br-s),7.29(2H,d,J=8.5Hz), 

7.30-7.35(lH,B),7.40-7.51(2H,m),7.73(2H,d,J=8.5H 

z),8.05-8.10(Ul»,11.4(lH,br-s) 

IR^^b^ v(KBr) cm" 1 :1652,1348,1162 


#*n vn 




/-< 


NMK*^ tf(DMS0-d ( ) ppm : 0.15-0. 25(211, n),0. 
45-0.55{2n,m),1.05-L10(lH,m),2.55-2.60(2H,ffl),3.22 
(2H,t,J=7IIz),4.82(2H,t,J=7Hz),7.24(2fl,br s),7.34(2 
H,d,J=8H2),7.35-7.40(lH,B),7.SO-r.60(2H.tt). 7.74(2 
H,d,J=8Hz),8aO-8.1b(lH,m),U.72(lI,l)r-s) 
IR^^h;V v(KBr) cm* 1 :1656> 1346, 1164 


#t#] r/2 


NHHs 




NMR^^ Yfr <J(DMS0-d,) ppm:O.O5-O.15(2H,m),0. 
45-0.5S(2H,n 1 ),1.05-1.15(lH,m),2.39(2H,d,J=7Hz),2.9 
l(3B,s),3.07(2H,t,J=VHz),4.67(-2H,t,J=7H2),7.02(2H, 
d,J--8.5Bz),7.11(2H,d,J=8.6Hz),7.28(1H,t,J=7.SHs), 
7.44(lII,t,J=7.5Hz),7.49(lH,d,J^.5IIz),8.05(lH,d,J= 
7.5Ilz),9.54(lH,br-s),11.41(lH,br-s) 
l R^<?h-»U v(KBr) cb-':1620,1332,1154 



[0123] 



[*4 3] 



(44) 



#BS¥1 1-80156 






R 4 








S0,HHMe 


CH,0H 


NMR^h;V tf(i)MSO-d,) ppm:2.38(3B,s),3.27(2 
H,t,J=7.5Hs),4.«(2H > s) > 4.87(2H,t,J^5fl2),5.5B(l 
H,br-s),7.25 7.35(2H > m) > 7.40(2H,d,J=8H2),7.40-7-55 
(2H,n),7.69(2H,d,J=8H»)>8.08(lB,d,J=fflz>,11.44(lH, 

s) 

IRjx^J^V v(Or) cnr l :1666,1314,1158 



[0124] 










NMR^ WV <5(DHS0-d«) ppm:1.10-1.20(6H,i)),3. 
16{2Il,t > J^Hz),3.46-3.60(4H,iB),4.40(2H,3),4.7e(2H, 
t,J=7Hz),5.05(2H,s),5.13(2H,s),7.20-7.25(ZH,B) > 7.3 
0-7.35(3H,m),7.45-7.55(2H,i»),8.08(in > d,J=8His),11.4 

8(lH,s) 

IRX^h* v(KBr) cm-':1680 
V^^^ h;Hn/z:463(M*) 



10125] 



[fS4 5] 



(45) 



f&HPFl 1-80156 



ax 





B* 






175 


SO t NH, 


Mo 


NMft*-** cJ(DMSO d|) ppn:1.65-L8Q(4Il,to),2.21 

(3H,s),2.4S-2.60(2H,m) > 2.rS-Z.85(2H,in),3.07(2H,t,J= 

7.5Ha>.4.39(2H*t,J=7»5Hz),7.23(2B,br-s),7.30(2H,d,J= 

8H2),Y,74(Jffl,d,J=«l35),10.65(lH > br-3) 

IRX^ v(KBr) cn' , :3364,3252,1654,1332,H58 


176 


S0 3 NH, 


Et 


NMR^^h> (5(DMS0-de) ppn:1.21(3H,t,J=7.5Il2), 
1.65-1.80(4H,n),2.45-2.60{2H,m),2.55(2H,q > J=7,5H2), 
2.75-2.90(2H,n),3. 05(^H, t, J=7.5Hz), 4.39(RH,t, J=7.5H 
z),7.22(2H,l)r-s) > 7,30(2fl,d,J=8.5Hz) > 7.73(2a,d,J=8.5H 
z) > 10.67(UI > br-s) 

IRX^)*;i/ v(KBr) en 1 : 3224, 3088, 1650, 1332, 1160 


#%0y m 


NHMs 


CH z OEt 


NMRX^WV d (DMSD-d^) ppm:L13(30,t,J=7Hz),1.6 
0-1.80(4EU),2.45-2.60(2H,D>,2, 80-2. 90(2H,*),2. 94(3 
H,s),3.01(2B,t,J=8Hz),3.49(2H,q,J=7Hz),4.4l(2H,s),4. 
45(2H/c J J^8Hi),7.09(2H,d,J=8.5Hz),7.15(2H,d,J=8.5H 
2),9.55(lH,br-s), 10. 74 ( lfl,br-s) 
IRX^hA v(KBr) 01^:3464, 1652, 1330, 1148 



[0126] 



[*4 6] 







###J178 


NMRX-^WP <5 (DHS0-dj) ppd:O.10-O.20(4H,h),0. 

45-0.5S(ffl,B),0.9b-1.00(lH,m),1.00 -1.10(IH,»),1.71 

(4H,br-s),2.27(2H,d,J=«.5Hz),2.43(2H,d,J=6.51fc),2. 

52(5ffl,br-8),2,81(2H,brs),2.97(2H,t ) J=7.5H2) > 4.37 

(2H,t,J=7.5Hz),5.06(2H,s),7.09(2H > d,J=8.5Hz>,7.27 

(2H,d,J=8.5Hz), 10.66{LH,br-s) 

llLZiirh WKBr) cm- ! :1736,1660 



[O127]##0»179 

4- C2- (4-^nn-2-xb^f;l/-lH- 
4-12- (2-Xh^W-4-t Kn^y-l 

h— f C4, 5-c]vyv-iM;n xf 
no ^y-tf yx/^yr a k 3 . 03g, h y xf-^r 

5m\RX/hJ^y3 Oral ^JPifcSRBJff^. ^ 
ST. **S/«Mfcyv2. 8alfeSrFtts 120XTC5 



y#Wk (Wb<fi/>'- ( x^y-;K20 : D K 

1 RXK? hJ)s v (KBr) cm' 1 : 5360, 1332 
. 1160 

7X^7 MU m/z : 444 (M * ) 
NMRX^b;!/ S (DMS0) ppm : 1. 16(3H,t, J=7H 
z),3.30(2H > t > J=8Hz),3.56(2H,q,J=7Hz) > 4.59(2H,s),4. 



(46) 



1-80156 



99(2H,t,J=8Hz),7.24(2H,br-s),7.41(2H,d ) J=8Hz),7.77 5 1 \Z*ltz&%m 80-1 9 6<Oit£®lZftK.. 
-7.82(4H,n.),8.11-8.13(lH,B),8.45-8.47<lH,m) [01293 
[01 2 81«#Wl7 9«*iacft->T» *4 7~^ 1^4 7] 





R A 










S0 2 NH, 


n-Pen 


(EtUH) 
mp,212-0*^Zl3.(rC 


nmiS. C,60.45;H,5.51;N,12.26 
*1HIC.60.28;H,5.46;H,12.04 


##0] 181 




iso-Pen 


(EtOH) 
mp,240.0~241.5 6 C 


C,A$C1W 
31§lfflC,60.45;H,5.51;H, 12.26 
mttC,W.51;I.5.63,-1.12.85 


182 


SOjMj 


r< 


KttfiMI 
(DHF-H,0) 
ttp,266.O-270.O°C 


CjjHijClHAS • 3/4H,0 
31»fl|C 1 58.14;H*4.99;H > 12.33 
£ttflt C 58. 17;H,4.79;N, 12.49 


*9fM 183 


SO,NB, 


CF 3 


(MF-H 2 0) 
bp,253.0~254.0°C 


CiAiCIFMS 

311£{g C,50.17;H,3.10;N,12.32 
geSMtC i 49.93;H,3.14;N,12.35 


184 




d,CB,CF, 


(DMF-H,0) 
mp,239-5~ 
' 24l.5*C$MP? 


CHhCIFjNAS 
SafflC,52.23;H,3.76;», 11.60 
*»«C,52,34;13.94;H,11.85 


185 


SO,KHj 


CH,OMo 


(DHP-^O) 
mp,234.5— 
235.5*C#gf 


dAaCUflO^ 
a^fig C, 55 . 75 ;H,4 . 44;N, 13 . 00 
^tC,56.00;H,4.17;N,13.Q8 


#^#J 186 


NHHs 


/-< 


(AcOEt) 
mp,20b.O~206.0*C 


C„H„ClN 4 0jS 
3MaMEC,60.72;H,5.10;N,12.31 
43MK C, 60. 87;H,5. 14;N, 12. 01 


##00187 


HHHs 


CBjOEt 


(END 
bp,198.5~200.5*C 


C„H 23 C1W 
3ia«[C,57.6V;H,5.0S;H,12.21 
3gg£f£C,57.59;H>5.04;N>12.15 


#5*00 188 


SOjNHMe 


r< 


im&isia 

(DMP) 
mp,255.5~257.0°C 


CAiCIW 

SOME C,60.72;H,5. 10;N, 12.31 
38RttC,60.62;H,5.02;H, 12.26 


#^0J 189 


SOjNHHe 


CH 2 OEt 


(DMF-B 2 0) 
*p,214.(W215.5 8 C 


C,AjC1N 4 0,S 
mffii& C,57.57;H.5.05;1U2.21 
C, 57. 48 ft A . 90; N, 12. 41 



[0130] 



[*4 81 



(47) 



ttWWl 1-80156 








U 5 


tt« (mmm 






S0,NH, 


He 


(DMF-HjO) 
mp, 283-0—286. 0 # C 


dAiCUAS ' 1/4H,0 
att«C,55.74;H,5-29;H,13.B8 
mtC B SB.66;I > 5.16;I.13.6B 


191 




Et 


(DHF-HjO) 
op,271.0-273.0 a C 


dHnCllf,OiS • 1/40 
SWWaC,56.r3;B > 5.59;ir, 13.23 
£RfflC,56.51;H.5.45;N a 13.37 


###J192 


SQ,NH 2 


CH 2 OEt 


ttJt&fttMR 
(EtOH) 
mp,208.0— 209.5-C 


91MB C,55.18;H t 5.61;M,12.48 
^8MaC,55.86;H,5.65;N,12.22 


&9m 193 


HHHs 


CH,OEt 


(EtOH) 
*p,169.5~170.0°C 


3is*<a c,57.ot;h 9 5.88;x,i2.io 

^»<BC > 56.77;fl J 5.80;H,12.02 



[0131] 1*49] 










194 


(Benzene-n Hexane) 
np,109.0~110.5'C 


W1IA 
3BIMI'C B 70.35;H,ft.76;H 9 8.78 
*»«C,70.18;H,6.74;N,8.88 



[0132] [^50] 

aid 









NMRX^^h;V <J (DMSO-d,) ppffl:0.93(6H 3 d,J=-/Hz),2.10-2.20(lH,m),2.4 
Y<2H,d,J=7Hz),3.25(2n,t,J^ 

a,d > J^.bTfe),7.73(2H > d,J=8.i>Hz),7.7b'-7.80(2H 3 m),8.O5-8.15(ia > m),8.40- 
8.50(UU) 

v(KBr) en' 1 : 1332,1160 



[0133] 



[*5 11 



(48) 



^^11-80156 



ax 



*?n 196 



NMRZ^tnjV tf(CDCl,) pjm:1.20(3H,t,J=7Hz),l.80-2.00(4H,«).2.97 
{2H,t,J=7.5H8),3.00-3.10(2H,ia),3.01(3H,s),3.10-3.20(2H ) Bi) > 3.52(2H,q ) J 
=7H2),4.43(2H,9),4.52(2H J s),4.57<2H,t,J=/.5Hz),6.65(2B,d,J=8.5Hz),6.8 
6(2H,d,J=8.5Hs).7.20(2H,d 1 J=7.5Hz) ) 7.24(TH,t,J=7.5ft S ),7.31(2H,t,J=7.B 

Hz) 

IRyC^h/P v(liq) cm-':3424 

■7^^^ H;Va/2:488.4£0{3:l,H t ) . 



[01 34] ##05197 

N- C4- C2- (4-i/Xy-/>7Sy) -2-lh 

df^^;w-iH->f s^y C4, 5-c)*yjy- 

1-4/U) x*/lO 7x-/lO T-fehTSK 
N- C4- C2- C (3-T5y-2-v^yv;P7S 

/^/yy-4-'f^) rsyDxf-;w) ?xx;io r 

•feh7$h*5. 2 1 gRtfXh*i/#K4. 21gO& 
1 4 0-CT1 OBftflSRtf Lfc. »»xf-;Wt 1 0 



;U-n-N^-t>- ( 1 : 
f-ZWiM 77-a tr/PX 
&A2. 3 5g£#£ 
£171. 0-171 

7C3l:fr#HI C37H37 

31)tl C. 76.13; 
mm C, 76.23; 
[0 135]#3#«1 

[0136] 
[^52] 



2-1:1) JTSWU S^x 
N 5 0 2 

H. 6.39: N. 12.00 
H. 6.32; N, 11.98 

9 8~2 0 4<5^t-S-%2r^/i. 




N NMsBn 









**0U 198 


(AcOEt) 
&p,188.5~189.0°C 


C IB H[iNjOiS 
SifettC,66.22;H,5.34;N,14.85 
jBR«[C,66.01;H,5.3!);H,14.72 



[0137] 



[^53] 



(49) 



fcHTH-80156 





R 1 








##0J 199 


NBn, 


H 


(AcOEt) 
bp, 161- 5-162. 0'C 


3SfflB C ft 82 k 66;I,6.63;H 9 10.71 
*Hfi[B.82.S9;H.6.76;ll,10.71 


##0J2OO 


SO,M, 


H 


(MeOH) 
nrD.160.0M61.(rC 


C 3l H ai H,0,S • 1/2H,0 
C,68.U;H,5.90;M,12.81 
^fgC,68.20;H s 5.93;N,12.77 



[0138] 



[«54] 
,OEt 



HOMeHC^JV-^M-/" 




N NBn 2 



#*W201 



NMR*** l-* *<CDC1,) »B:1.17<3H,t,J=7flz),1.49(3H,d,J=6.i>H2),l. 
78(1B,br-s),3.27(2H,t,J=7.5Hz),3.45(2H,ii,J=7Ha).4.39(ZB,s).4.81(2H,t, 
J=7.SHz),4.90(lB,q,J^.5ez),6.43{4H,br-8),7.14(2H J d,J=8Hz),7.l5-7.40 
(13H,m),7.5l(lfl, t, J=8Hk) . 7. 86( 1H,d,J=8Hz) ,8. 13(lH,d, J=8H») 
IRX^frWW vdiq) cb':3420 



[0139] 



[3*55] 



OX 



>OEt 



NMR^^h^ <y(CDClj) pj«:1.15(3H,k,J=7HO,1.69(4H,br-8),2.17(3 
a, 3 ).?..84(2H,br-s),3.05(2H,t,J=7.5H2),3.11(?Ji.br-s),3.43(2H J q,J=6.5H 
z),4.36(2H,s),4.52(2H,t,J=7.5Hi),5.?.4(4H,s) J 7.05(2H,d,J=8Hz),7.15-7.3 

G(lffl3)»7.41(2H,d,J=8Hi) 

IRX^h* v(liq) cn-':3304, 1668, 1096 

TXX^C/ hJU m/z:587(H*) _ 



[0140] 



[*56] 



(50) 



nm-l 1-80156 



ait: 





B* 


B c 






NBn, 


Et 


NMR^^V;V d(CDCl,) ppa:1.22(3B,t,J=7.5Hz),2.1 

7(2H,quintet,J=7. 5Bz),2.47(2H, q, J=7.blz),2.S7(2H, t, J 

=7.5H2),2.91(2B > L,J=7.5H2),3.17(2n,t,J=7.5flz),4.21(2 

H,L,J=7.5Hz),4.63<4H,s),5.27(4H,s),6.63(2H,d.J=8.5H 

z) > 6.84(2e,d,J=8.5Hz),7.1-7.4(20H ) ii) 

V**^ b;m/z:681(M*) 


##{«204 


NBn, 


CHjOEt 


NMR*^Wl/ <S(CDC1,) ppn:1.14(3H,t,J=7Hz),2.18 
(2B,quintet, J=7.5Hz) ,2. 92(2H, t, 3=7. 5Hz) , 2. 95(2H, t, J= 
7.aHz) > 3.21(2H,t,J=7.5Hz) ) 3.42(2H,q ) J=7H»),4.35(2H, 
s),4.35(2B,t,J=7.5Bz),4.63(4H,s),5.25(4H,s),6.65(2H, 
d,J=8.5Hz) J 6.90(2H,d,J=8.5Hz),7.18(2H,t ) J--7.5Hz),7.2 
0-7.30(1.4H,m),7.32(4H,t,J : 7,5Hz) 



[oi4i] mm205 

4- C2- (2-T-feh#^f-;W-4-t Kn^fx- 
1H-4 $^VC4, 5-c1*tJ»V-l-4A') X 

4 - C2- (4-t Ko^^f-^- 
lH->fS^yC4, 5-cD ^yjy-i— x 
f-AO ^y-fe>^.;^y7 5 H 7 . 5 3 g {Ct'J >-> 2 
2 5 ml RVmWf-m 17. 8 ml SrSD^T, gjST 1 Bf H3 

fiSrriRU *&t^Sx^T*«l»^^LT. 7. 8 



1 gfflgfi&§ft. N, N-^f-^^ATSHtTK 
^iS*>feH^ B B B LT, li^27 5. 0-2 7 6. 0*C 

immm c 21 h 20 n 4 o 5 s 

mm®. C, 57.26; H, 4.58; N. 12.72 
C, 56.94; H. 4.50; N. 12.63 
[01423 ##E?92 0 5?>:*f&«£->T. *5 71Ztp 
UzP%m 2 0 6 <7Ht,-&% . 
[01433 
[H573 

/— OAc 



oX 









#30»J2O6 


up, 242. 0-244. 0°C 


C„H ll N t 0 ! S 
SISfitC,58.14;H,4.88;N,12.33 
«Mt C,S8.07,-H,4.59;N, 12. 17 



[O144]#^0«2O7 

4- (2- (2-t Kn=5f^f^-4-7xy^^- 

4- C2- (2-T-feb^^^-4-bKndfy- 
1H-- <f$:7VC4, 5-c] *SV>-l-4fl') X 

y ^4 5 ni i Bsrassst*:. ftmte&iF 



fife. #fefifc»S»fe«SAt:7x/--^4. 7 1s&tf 
*HMb&U^Al. 7 2g£2ni;cT. 12 0°CT1^H 
SB*Ute. 1 0%^^t/»^xf-;WSrSDi.. 

efttWRLT. 1. 3 9g£«Sfi£»fc. N. N-v 
61. 0-2 6 3. 0 4 C^*Sfe^ASrt#^, 

ymmm c 25 h 22 n 4 o 4 s 



(51) 
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C, 63.28; H, 4.67; N, 11.81 
m>i$. C 63.24; H, 4.58; N, 11.71 
[014 5]##$20 7<9*&fc:ft->-t. 315 81;:* 



[0 146] 





tttt 




NMR7^h> <J(DMS0-d,) ppm:2.38(3H,d,J=5Hz), 
3.34(ZH > t,J=Y.5Hz),4.56(2H,d,J=5,5Ib),5.02(2fl,t s J= 
7.5Hs5),5.69(l.H,t,J=6.5Hz),7,25-7.31(€I,iD),7.43(2H > 
d,J=8Hz),7.45-7.50(2H,Q),7.55-7.65{2a,m),7.71(2H, 
d,J=8Hz) > 7.70-7.75(lH,Hl),8.35-8.37(1H,ii) 
IRZifh/U v(KBr) cia 1 : 3464. 1666, 1316, 1162 



[O147]##0!I2O9 

4- C2- (4-7x^y-lH- f S?VC4, 5 

-c) ^yyy-iH/W x^/io^yX7£F 

4- C2- (4-^OD-lH->f S?VC4, 5- 
O^/L^-l-^/Wx^/lO^^SKl. 6 
5g(l7jcK>fb&y^A0. 8 1 g&t/7xy^H. 4 
3g^3Di.. 12 0XTC4. 5BSBBWtLfc. EBffl* 



ttAl. 2 9gt»te. x^y-;k*feW*ALT, ■ 

£2 6 5. 0-26 6. 0X:cO«fe#MRft*»3t. 

7C*#fflI C 25 H 2 oN4 O z 

Jlfifd C, 73.51; H. 4.94; N. 13.72 

Uttft C, 73.33; H. 4.85; N, 13.43 

[0148] mm2 0 9<0*SfcftoT • ^5 9~S 
7 lte5*Lfc*#W2 1 0-2 8 7<7Mt£»*jS:t#fc. 

[0 149] 

W591 
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R A 








&3tm 210 


CONHMe 


B 


(EtOH) 
1^,215.0— 217.0 B C 


3H&fEC,73.y2;H,5.25;N,13.26 
^{£C,74.02;H 9 5.13;N,13.16 




OH 


H 


(BtOH) 
nn>,266.(K268.0*C 


gBttC»75.57;H,5.02;N t 11.02 
*ftttC B 75.37;H.4.72;H, 11.09 






n 
ii 


(EtOH) 
HP,193.0M95.0'C 


3&fil C,74.48;H,5.58;N,9.31 
£««C,74.42;H,5.45;N,9.3« 




OA 


u 
n 


(DMF-ILO) 
np,E5r.0-259.0'C 


3IMit C,66. 08;H,5. 12;N, 1 L86 
XRtt C,66. 11;H,4. 97;N, 12. 12 




Ofl IJTIriPn 


□ 

□ 


mp, 231. 5-^35. 0-C 


g^fgC,66.65;Hi5,39;N,lL.51 
JOMfcC,6B.54;H,5.S2;M1.80 


Zl5 




D 

n 


\jurir 

mp,204.5-205.5'C 


Sjffr|fiC,66.08;H,5-12;N, 11.86 
*IMtC 1 65.B0;H.4.91;K l 11.64 


.#%0*J216 


S0,NH, 


H 


(DMF -H,0) 
mp s 260.0-260.S'C 


g§titC,64.85;M.54;N,12.60 
*Bt«C,B4.58;H.4.27;fl,12.56 




S0 2 KH, 


Et 


(CH,CH) 
np,27Y.O'*'280.0"C 


afi«ttC,6B,08;H,5J2;H,11.86 
*8tttC,B5-83;H,4.83:»,H-'« 


mw2is 


S0,BH, 


n-Pr 


(DMF H,0) 
^225.0^226. O^C 


CuH),N 4 0 a S 
SlfeffiC,66.65;H,5.39;»,11.51 

£BMIC.6B.57:H,5.27;M1.» 




S0,NH, 


n-Bu 


(CH 3 Cl r Me0H) 
mp, 233.5-234,5^ 


C tt H 2 t^0jS 
aaMaC,67.18;H,5.64;MlJ9 
*»ttC.B6.84:E.5.57;»a0.93 


##{M220 




n Pen 


(CH,CH) 
mp,168.5-169.5 e C 


a^tSC,67.68;H,5.88;N, 10.89 
^Bttt C.67.49:H > 5.71;» J 10.73 




SQJH> 


iso- 
Pen 


(CH|CN) ' 
BP,2?.5.0-226.5n: 


C„H JB W 
ajftttC,67.68;H,5.88;H J 10.89 
*»«C,BY.42;H f 5.83;ir,J0.78 



[01503 



[£6 0] 



(53) 
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^ 1 .H 




Ph 



#^^J 2ZZ 


oUjlinj 


/-<] 




C„HjjN 4 0 3 S * Na 
«»ffC,64.60;H,4.S4;H.10,f6 
*I*ttC.64.92;H r 4.96;jr.l0.87 


i w rc, 1 AAA 

##<?J 223 


on vnJ 


UP j 


(DMF-H.0) 
nro.250.5~251.0 , C 


c,AiMAS 
33&{aC,58.59;H,3.74;)U0,93 

^SfiaC,b8.38;H,3.55;N,10.83 


#%0J224 




r«u r*u M? 


mi>.227.5~228.5 0 C 


C,AAW 
SUSS C, 59. 99;H,4. 29;N, 10. 36 
«ttC,60.U>:H.4.20;K,10.30 


#3*0»J 225 


OA \TO 




ap,261. 0-263. 0'C 


CisBiA^S 
3IKfiaC,63.28;H,4.67;N, 11-81 
gfflWtC»63.24;H.4,58;N,11.71 


#*nPJ 226 






(DMF-HjO) 
mp.247.0-249.0°C 


C|AA0«S 
ay(WC f e3.9Z;H,4.95;H,11.47 
*Htf4C,63.63:H,4.80;Ml-44 


ju, {Mini nOT 

227 


on uu 


U£1]U£> L 


JMtftttfl 
w>,257.0~258.<rc 


C 1T H 2( N,0 J S 
3UMtC»64.-62;H,6.21;l, 11.15 
^fflC,64.29;H,5.13;N > 10.94 


#30(1228 


SQjHBMe 


D 


(DH?-H 2 0) 
np,261.0— 262.5"C 


C1AAO1S 

SttttC,65.48;H,4.84;H, 12.22 

1 a j-l- H *c oo.TI vl Ol .W 11 OO 

|IS»fliC s 65.2o;n>4.D4,W,lJ..i« 


#^#J229 


SOiMBMe 


Me 


(DMT-H Z D) 
mp.253.5~254.(rC 


CA 4 »AS • 1/4H 2 0 
3iafifflC,65.46;H,5.18;N,ll.Y4 
£fiH([ C.65.57;H,4.95;N,H-84 


##03230 


S0 3 NHHe 


Et 


(DMF-HfO) 
ed,235.5-236.0'C 


dAW 
saMic,66.65;H J 5.39;iui.5i 

^BMBC,66.31:B,5.24;M,11.35 


#30»J231 


S0 : NHMs 


n-Pr 


(DMF-fljO) 
ap.220.0-221.5°C 


1 c,A,W 
88lttC,67.l8;H,5,64;N,11.19 

SOM&C,67.19:H.5.55;H.11.0l 


#40*3232 


SOjUHKe 


n-Bu 


(BUB) 
mp, 203, 0-203. 5"C 


&AJAS 
S^mC,67.68;H,5.88;N,10.89 
*»«C,67.B9:H.5.73;F, 10.93 


##fW233 


SOjKHMe 




(CH,CH) 
mp, 225. 0-226. 0*C 


aaH*C,67.95;H,5.51;I,10.98 
*&itC a 67.95:H.5.40;N, 10.89 



[015 1] 



[«6 1] 
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##0>J234 


CHjOH 


H 


(Eton) 

oip,18/.OM89.0'C 


CtjfijjBiO, 
SIb^S C,75.93;H,5. 35;N, 10. 63 
£»ttC,7B.10;H,S.ll;H,10.71 


3^235 


CH ? 0H 


It 


(DMF-BjO) 
Qa>,220.0-222.0*C 


g8S{gC,Y6.67;H,5.&;N,9.92 
^8MKC,76.28;H,6.D3;N,10.0I 


#s£0tj 236 


Cfl z 0H 


n Bu j 


(EtQH) 
^149.5-150.5*0 


SlofflC C,77. 14;H,6.47;K,9.31 
^fiC,76,99;H,6.40;K,9.14 


##0*J237 


NUMs 


H 


(CHA-McCE) 
mp,256.5~257.5'C 


CjAjKtOjS 
C, 65. 48; H, 4. 84; N» 12 . 22 
^8tffiC,65.34;H,4.76;N, 12.40 


#*tW238 


NIlMs 


He 


(CHjCN) 
up, 246. 0-247. 0*C 


C 2 A 4 M|0,S 
21^iIC,66.08;H,5.12;N,11.86 
HKfiiC,66.35;H,5.11;N, 11.80 


#S0|J 239 


KMs 


Et 


(DMF H,0) 
mp, 267. 0-268. 0*C 


CjAiNiOjS 
3SSfiC,66. 65^,5.39^, 11.51 
*tt*C»66.Bl;H,5.32;H f 11.54 


240 


NHMs 


n-Pr 


(.Uflr •ttjU; 
mp,223.0-225.5°C 


C 2 |HjjN|0jS 
^K«C,67.02;H a 5.55;»,11.15 


#^#J241 


NflMs 


n-Bu 


(DMF -H,0) 
up, 160.5-162.5*0 


C„H J0 N,O,S 
Haiti C, 67. 68;H, 5. 88;N, 10 . 89 
^fSC,67.50;H,5.77;N > 10.84 


#««242 


NHMs 




(AcOEt) 
DP,226.0-227.0 o C 


a^fiC,67.95;H > 5.51;N,10.93 
£IMfiC,67.B6;B,5.44;N, 10.68 


#%#J243 


NHMs 


CH,OEt 


(DMF-H,0) 
»p,223.0~225.0 c C 


aSftffiC,65.l0;H,5.46;ir,10.84 
^«C,64.91;B I 5.33;H,10.82 


*»«244 


NffTs 


B 


(DMF-HjO) 
mp,242. 0-242. 5*C 


3KBttC,69.64;H,4.90;I f 10.48 
SJUft«C,69.47;H,4.68;ll, 10.44 


###1245 


KHAc 


B 


(BtOH) 
np > 234.5-235.0'C 


CjjHjjN^O, 
S8flttC,73.92;H f S.2S;H,13.26 
£Sfc{ilC,73.84;H,5.i5;S > 13.19 



[01 521 ' " im2t 



(55) 
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R 6 


.tttt mm®&) 




#^#J246 


NHAc 


Ne 


(HeOH) 
mp,241. 0-243. Q°C 


CiAiIA • i/2H,0 
gfittC,72,79;H f 5.66;H,12.68 
£BM& C, 72. 74;H, 5 . 76 ;H, 12. 53 




NHAc 


Bt 


(MJH) 
DP,247.5-248.0*C 


CiAiIA 

8«MlC,74.65;H,5.82;I t 12.44 
*IMtC,74.7i;H,5.84;I,12.46 


#3f#J248 


MAc 


n-Bu 


(AcOJlJt) 

jp.itb.smty.cc 


C|AA^i 

mmfa C, 75.29;H, 6. 32;N, 11 . 71 
*»«C f 75.38;H,6.32;ir,11.86 


#^#J249 


NMeAc 


H 


SRfelSAfk 
(AcOEt) 
mp,144.0-14b.0-C 


C,AA°i 
5£HffiC,74.29;H,5,54;lU2.84 
^KfiC,74.t0;H,5.83;H,12.82 


#^PJ2bO 


NMeAc * 


He 


(iso-tfrOO) 
up,205.0~206.5°C 


CAM • i/2fl 3 o 

3MMC,73.18;I,5.92,-I,12.19 
*»ilC,73.18;H,5.67;H,12.12 


#*{M251 


NMeAc 


Et 


(AcOEt) 
mp,99.0-102.0*C 


CtAt>A • V2HjO 
gaMSC,73.55;H,6.17;lU1.83 
*SMSC,73.72;H,6.19;H > 11.8S 


#^{«2b2 


NMeAc 


n-Bu 


JR&ttttA 
(AcOEt) 
mp, 164.5-165. 0°C 


C,At&A 
3I&ttC.75.58;H,6.55;H,11.37 
£9ti3 C , 75 . 62 ; H, 6 . 60 ; H, 11 . 31 


"#*«2b3 


NBn, 


n-Bu 


(AcOEt) 
mp,157.0-157.5-C 


C ( AiH 4 0 
98ttC,81.79;H,6.54;l,9.08 
SBR«C,81.93;H,6.56;»,9.09 




CHMeHHAc 


Et 


*p,182.0-184.0'C 


CAAOk ■ 1/4H,0 
318i«C f 74.59;H,6.36;I,lL60 
5WHtCT4.80;H.8.23iI.ll.B8 



[01 53] 



1*63] 



(56) ftRJTl 1-80156 














##0J255 




H 


(DMF-H 2 0) 
mp,235.5-236.5 # C 


CtAM 
8»«C,B4.27;H,5.39;1U2.49 
MMK C,64. 08;H, 5. 19,% 12 . 54 


###J256 


SOjHH, 


Et 


(EtOH) 
mp,249.D-250.0*C 


C 2j H 25 N<0 3 S 
SI»«C > 65.S2;B,S.92;M1.Y6 
£»fflC,65.57;H,6.03;iU1.63 


###J257 


SOjNH, 


CHjOBt 


(CH,CN) 
mp,250.0~Z52.0 w C 


C 2l H 30 N,O 4 S 
Jtawfi£C,64.01;H,5.97;N,11.06 
HKfiC,63.99;H,6.06;K,10.r0 


##09258 


CHjOH 


H 


(iso-PrOH) 
mp, 188. 5-190. 5*C 


JSSHtC,75.16;H,6.31;K, 10.52 
i&fi£C,74.89;H,6.19;N>10.34 


##00259 


CH 2 Ofl 


Me 


(iso-PrOH) 
DP. 201. 0-202, 0'C 


Ci|HijN 3 0i 
£gBatt C,74.70;H, 6.63;H, 10.05 
g!gH£C,74.73;B>6.58;H, 9.86 


#^#J260 


CH,0H 


Et 


(MeOH) 
mp s 203.5-205.0°C 


JS&ffi C,75.85;H,6.84;N,9.83 
C,75.62;H,6.94;N,9.77 


#491261 


CH,0H 




(CHjCl: Bt,0) 
mp,L73.5-174.5'C 


3IS3fSC,76.79;H,6.39;N,9.26 
*BWIttC > 76.51;B t 6-61;H,8.96 


#^•00262 


Ms 


H 


(DHF H,0) 
mp,242.0~243.5°C 


C M H»N ( 0,S • 1/2H0 
aiMCC,63.67;H,5.77;]r 9 ll,88 
MMC.BS.B6:H.5.88;I,11.90 


|^0>J263 


NHMs 


Et 


7HtB$6flH 

(MeOII) 
BP, 242, 0-244. 0*C 


/■» n u n c 

a»ttC,B5-10;H,6J6;I > 11.42 
^&<K C. 65. 26;H, 6. 20;J , 1 1 . 33 




FHHs 


n-Bu 


(AcOEt) 
mp,187.0~188.0*C 


C : ,H J4 R 4 0jS 
a*fcC,B7.15;Hp«.61;I,10.80 
S8R«C,67.01;H,6.40;JI, 10.82 




MHs 


CH,0Et 


(EtOH) 
mp,189.0-189.5*C 


C,|H 3l H 1 0 4 S 
aiMKC,64.59;H,6.20;I,10.76 
3t»f[C,64.53;H f 6.20;I i 10.63 




KHAc 


H 


(DMF-HjO) 
np,245. 0-246. 5*C 


«»«C,73.22;H,6.U;jr,13..13 
^»ifiC,72.99;B l 6.15;B,13.06 




NIAc 


He 


(EtOH) 
bp,260.5-261.0*C 


C 21 Hj|Nj0j 
3S8SI!C,73.61;H,6.41;»,12*72 
*5MtC,73.45;H,6.37;H t 12-73 



[0154] [£64) 
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##09268 


NHAc 


n-Bu 


(AcOSt) 
np,227.0-228.0*C 


aJM(tC,74.66;H > 7.10;I,11.61 
»H»C,74.57;H,7.i2;I,U.48 


#%0|J269 


NMeAc 


H 


(MeCH-H 2 0) 
np,145.5~147.0°C 


3MMC,73.61;H,6.41;I,12.72 
*8MtC»73.5B;H,6.52;K, 12.66 


##0|J2YO 


NMeAc 


Mo 


(AcOEt) 
np 1 181.5~182.0°C 


aiM C> 73. 98;H,6.65;N, 12.33 
£8MgC,73.97;H,6.59;I,12.43 


#901 2V1 


NMeAc 


Et 


(AcOEt) 
BP, 161. 0-162. 5*C 


C, 74, 33;H, 6. 88;H, 11 . 96 
C, 74. 35;H, 6 . 96;N, 11 . 85 


#909 2Y2 


CHHeKHAc 


H 


(EtOH) 
ffiP,236.0-236.G°C 


33vtt C, 73. 98;H, 6 . 65 ;I, 12 . 33 
SOMfcC.73.98;B.6.88;I,12.32 



[0155] 






R 1 . 




tttt mmamm 




#*« 273 


o -SOjHHj 


H 


(DHF-BjO) 
np,248.0~249.0°C 


C,,H„W 
3M5MSC,64.B5;H,4.54;N,12.60 
«mtC k 64.67;B,4.40;I J 12.48 


#90J 274 


id SO t HB} 


fl 


nm&tsa 

. (MF-H,0) 
mp,255.5-257.0*C 


CnM^S . 1/4H,0 
a»tSC,64.20;H,4.60;H, 12.48 
*SMtC > 64.01;H,4.36;1, 12.64 


#909 275 


p SOjHH, 


CI 


(DMF-H 2 G) 
mp, 295. 0-296. 0'C 


CtAiCiiAS 

31gfi^C,6O.19;H,4.OO;»,11.70 
*Kt«C,59-89:H,3.81;»,lK70 



[01 56) 1*6 6] 






tttt (JM&JMStt) 




276 


(CH,Cl r MeOH) 
mp,240.5~241.5*C 


S^fiC,58.65;H,4.03;N,12.44 
»«C.58.44;H.3.75;H, 12.43 



(58) 



1-80 



[0157] [3167] 



H 2 NO^S 






n 






277 


1 


(DMF-H|0) 
mp»249.0-253.5°C 


a*fl[C,64.17;H,4.21;H,13.01 
^10,63. 91 ;H,4,13;K,12.74 




3 


(DMF-HjO) 
mp,255.0~255.S°C 


:§SWIC,G5.48;H,4.84;N,12.22 
|S®ffiC,65.44;H>4.84;lU2.11 



[0158] [SS68] 














SO,HH, 


Me 


NMR^h;V 5(DHS0 d|) ppm:2.28(3H,s),3.29(ZH, 
t > J=7Hz),4.88(2H,t > J=7Hz)>7.24(2H,l)r-s), 7,20-7.35(3 
H,u),7.32(2fl,d,J=8H3),7.40-7.50(2H,B),7.55-7.65(2H > 
t),Y.70-Y.80{lH,m),7.75(2a,d,J=8Hz),8.30 8.40(lH,n) 
IR*^ h;i> v(KBr) cnf l :3324,3152, 1312, 1156 


#909280 


SOjNHMe 


. CH 2 OEt 


NMR*-*£h/1> tfCDMSO-di) ppm:1.16<3H,t,J=7Ilz),2, 
39(3H,d > J=5Hz),3.30{2H,t,J=7.5H2),3.56(2H,q,J^7Hz), 
4.56(2H,s),5.00(2H,t,J=7.5Hz)>7.28(lH,q,J=7Hz),7*30 
-7.35(2fl,ffl),7.40-7.50(4H,Bi) > Y.55-7.65(2H,ffi) > 7.70-7. 
Y5(3H,n),8.35 -8.40(IB,m) 
IRX^b/l/ v(KBr) cm" 1 11320, 1158 
h;l/m/s:bl6(M 4 ) 



[01 59] 



[^69] 



(59) 
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R* 


R< 


tttt 


#3^281 


S0 2 NH 2 


He 


NMRX^Ml' tfCDMSO-d,) ppn:1.70-1.30(4H,in),2.3 
l(3H,s),E.68(2H,t,J=5.5Hz),3.10(2H,t,J=5.5Hz) > 3.1^ 
(2fl,t,J=7.5Hz) > 4,53(2H,t,J=7.5Ha),7.08(2B,d > J=8Ik) > 
7.12(lH,t > J=8Bx),Y.33(2H,d,J^8H2),7.36(2H > t > J=8B2), 

7.75(2H,d,J=8Hs) 

IR^hJl/ v{liq) can" 1 :3328. 1316, 1160 



[0160] 



[£701 



(60) 



1 1-80156 



oiC 













NHHs 


He 


»»fel£Ji 

NMRX^£MV <5(CDC1,) ppn:1.80-2.00(4H,m),2.16 
(3H,3),2.82(2II,t,J=6Hz),2.92(3H,8) > 3.04(2H,t,J='/H 
z) t 3.10(2H > t,J=7Hi),4.46(2H,t > J=7Ha),6.88(2H,d,J=8. 
5Hz),Y.05-Y.18(5H,ii)J.28-7.32(2H,in),7.61(lH,br-s) 
IR^^h;V v(]iq) cm" 1 :3432, 1338, 1158 
7**^* WHn/z:476(M') 


#^00283 


NHAc 


Kt 


NMR*^? ^(DNSO-dj) ppB;i.24(3H,t,J=7.5Hz), 

1.75-1.85(4H,m),2.02(3H,s),2.63(2H,q,J--7-5Hz),2.66 

(2H > t,J--6Hi) I 2.96{2H 1 t,J=7»5Hi} s 3.10(2H 5 t,J^6Bz)>4. 

46(2H,t,J=7.5Hn),7.02(2H,d,J=8.-5H2),7.10(ZH,d,J=8.5 

Hz),7.12(lH,t,J=8.5Hz),7.37(2H,t,J=8.5Hi),7.47(2H, 

d,J=8.5H2),9.78(lH,a) 

IR**-<£MV v(KBr) cm' 1 : 1690, 1600,1264 




NMeAc 


n-Bu 


NMR*^£f;V tf(CDCl,) ppn:0.92(3H,t,J=7.5Hz),l. 
38 ( 2H, sextet , J=7 . 5H2 ) , 1 . ( 8 ( 2H, quintet , 0-1 • ouz ) , 1 . oU 
-1.90(4H,B) ( 1.85{3H,l>P-s),2.51(2H,t,J :7.5Bz),2.80(2 
H,t,J=6Hi;),3.07(2H > t,J=7Hz),3.10(2H > t,J=6Hz),3.24(3 
H,s)4.50(2H,t,J:7Hz) l Y.0b(2H > d,J=8H^),7.12(2B,d,J=8 
Hz),7.13(iH f t,J:8Hz) > 7.26(2H,d a J=8H2s),7.34(2B,t,J=8 
Hz) 

I R*^£ Vft v(liq) Cffl' l :3464,1662 
v**^£ Wl/m/z:496(M<) 


###J 286 


NMeBn 


CH,0Et 


NMR^^MV $(CDC1,) ppD:1.19{3H,t,J^7nz) > 1.80 

-1.95(4H,m) > 2.75-2-90(2H > m),2*90-3.10(2H,m),3.01(3 

H,s),3J0-3.20(2H a ia),3,52(2H,q,J=7nz),4.44(2H,s) a 4. 

52(2H,s),4.57{2H,t,J=7.6Hz),6.67(2Il,d,J=8.5Hz),6.90 

(2H,d,J=8.5Hz),7.05-7.40( IM,*) 

IRZ'iPhJl' v/(Hq) cifl- 1 :3432 

V**-^h;Vn/z:546(M*) 



[01613 



[fS7 1] 



(61) 



fHBTl 1-80156 



R*. 





R' 


R 1 




286 




He 


NMAX^WV cHDMSO-cU pp»:2.55(3H,s),3.33(2H, 

t,J-*7.bHz) l 5.0L(2H,t > J^7.5Hz) > 7-22(2H,br-3),7.20-7,30 

(3H,ni) > 7.37(2H,d,J«Hz),7.40-7.50(3H > iD) > 7.63(lH,d,J^ 

8.5HB) > 7.75(2H,d J J=8fl2),8.08(lH,s),8.i1(lH,s) 

XR*^£h/V v(KBr) cm" 1 : 1304, 1164 

^**^h/Vm/s:458{K f ) 






OMo 


NMR*"^ Ml' (5{DMS0-de) ppm:3.36(2H,t,J=7Hz),3.9 

5(3H,s),5.04(2H,t,J=7Hz),7,20-7.30(4H,m),7.22(ZH,br- 

s),7.38(2H,d,J=8H7,),7.45(lH,t,J=8Hz),7.45(lH,d,J=8H 

z),/.66(lH,d,J=2,5Hz) > 7.68(lH,d,J=8H2),7.75(lH,d,J=8H 

z),7.75(2H,d,J=6Hz),8.10(lH,s) 

IR*^^ w(KBr) en 1 : 3356, 1328, 1164 

V**^* MVm/z:474(JT) 



[0162] ##W288 

4- C2- (2-n-^W-4-7x/*^-6, 7, 
8, 9-fb7tFn-lH- >f 5^/C4, 5-<0 

3V y y- 1 -4 ;u> xfviO 04fy^;u*vTS H 

(1) 4- C2- (2-n-7 r f;l/-4-;oo-6, 7, 
8, 9-Th5tKD-lH--f 5^/(4, 5-0 

*yyy-i— fno xfvw-N- ( i -xf^fy^y 

4- C2- C (3-7$y-2-^nn-5, 6.7, 

byx*/H2ml£Jni* 1 2 0-14 0rT2 5^H 
^VhtiSU »*14 0T;T19l«ffl*#L 
^fl/y-^^/^ (100: 1 ) 3 $ 

(2) 4- C2- (2-11-^-4-7x^^6, 
7, 8, 9-fh7th'n-lH-^^/ C4, 5- 

cO^yyy-i-^/w) x^-ao <y-b>x;^vr 

4~ C2- (2-n-W-4-;DD-6, 7, 8, 
9-rb7bKo-lH->r 57VC4. 5-0*/ 
'jy-IMM Xf-A'-N- (l-xh^Wf'j 

fy) <y-tfyx;k*yrs Hi. 35gfc, *BHL* 

U^AO. 43gi:7xy-^2. 3 3g$:te, 12 
BWfc*- b >J ^ A*»*SrJni „ i8tt£pH 1 0 tcffB Lfc 



574- oy#^. aMWf'W-^^^-^ ( i 

00 : 1-30: 1) ) THSU «H6fe*&iftO. 68 
g*»fc. »»xf-;^feS^B a H LT, HbA2 24. 5 
-2 2 5. 5Ttf>*§fei&i*£»fc. 
5E*#*Hi C 28 H 32 N 4 0 3 S 
Wmm C 66.64; H. 6.39; N, 11.10 
£R« C, 66.43; H, 6.41; N, 10.84 
[0 16 3]##{*J2 8 9 

4- C2- (2-^nrne;Mf/l/-4-7xy* 

^-ih-4 C4, 5-cD*yyy-i— f 
AO xf-AO <y^;uryun-;i/ 

(1) S^orntTA^K 4- C2- (4-7DO-2 
-S/?D7 , attMf;P-lH--( C4, 5- 
cD ^yyv-l-^f^) x-f-AO 

y^Drot« 4- C2- (2-^^ornt:/w 

*f*-4-tFo*^-lH-<f *?VC4, 5- 
c) 1-4 AO x^AO^fS'VU. 33 g 

fc**5/8fcyv2 0«l«:toi. 120CTm»f 

Lfc. ft****. teftftfi*TJtaSfe»LBbka. 8 

^^r>. ecxf*uy->^y-;v (ioo: 1-3 

0:1) 3 TSiSU ft&ttAO. 3 6gfc»fc. 

(2) 4- C2- (2-^nrot;Mf/P-4-7x 



(62) 
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4 >V) x?-;lO K> : JiV7)Va-)V 

4- C2- (4-^no-2-y 
^orolfjlot^-lH -4 5*VC4. 5-c)* 

/yy-i-'frt') x*ao ^y^o. 2 5g£, # 

aHtfry^O. 0 9gfc7x7-;l/0. 50g£jD 
1 2 0-CT4^SJfL^. KJ&gL *. 10%* 

#fLfc. ffaasafemu o. MgomBfiiftA* 

*fc. IH*x***»<5>Sli*LT. HA18 5. 0-1 



8 5. 5*CO*ieiifl0. 10g5r#t. 
5at»*HB C„H 27 N 3 Oj 
WlkfS. C. 77.48; H. 6.05; N. 9.35 
HSitt C. 77.22; H. 6.09; N, 9.11 

[01 64] #sW,2 8 9*tfiactt->'C. ^7 2-^c 
7 3fc^Lfc##W2 9 0~2 91Ofc#to$r#rt:. 

[0165] 

[«S7 2] 



HO N=/ 




z-OEt 



[0166] 









#*tW290 


(AcOEt) 
np,184.5M85.<rC 


CjiH«H)0) 
«S««C,74.15;B,6.00;I,9.2Y 
*1M&C.74.13;H,6.22:I,9.25 






[«7 3J 




HO 

c 












(CH,Cl,-Bt t 0) 
mp.173.5~174.5-C 


aSMK C,76.79;H,G.89;N,9.26 
1 *KttC,r6.51;H,6.61;B 1 8.90 



[016 7] ##{0J2 9 2 

4- [2- [2- ^-t+fisTWV) -4-7x7 
af^-lH— f 5*VC4, 5-c)*yyy-l— f 

(1) 4- C2- C4-hKndfx-2- (2-7^;ur 
ne/H -1H-4 5^/C4, 5-cD*7yy-l 
■MAO xf-AO 'O'-fc'yT.^yrS F 

4- (2- C (3-TS/-2-7aodfyjy-4- 
-OlO TS7D xf-;lO ^>-fe*y^.;U*VTS F8. 0 
0g£4y&HKU. 6«l«n£» 13 0-Ct'2 4Wf 
IBHWPU:. WifittlifcrRU fifl^f-uyCgfe^U 
9. 3 1 gOlS&Sr&fc. 

(2) 4- C2- C4-?nn-2- ( 2-^A-Tot 
IV) -1H-4 C4, 5-cD */V>-l-4 
/lO x^-,/10 '<>-fefyx;Mv>'T5 F 

4- C2- C4-bHD^-2- (2-7f-;WTot 

ao -ih— f s^/C4. 5-<o*yyy-i— -f 
ziO x^-;io 'O'-b'yT.^yr 5 F9 . o o gfc^ 



>*fty > 1 3 sm^jiii., 1 2 orrc9^BBWf L 

fc. Ktf3K**EaB8U BRx*A«*Jij£-C*HBU: 

HtfteflTOU 5. 1 0 gco^ 

(3) 4- C2- C2- (2-7^rof;P) -4-7 

x7*y-lH— <S^ ; /C4. 5-c) *7D>—1 

-4 AO xf-AO K>-<z>Z.}V*y7$. F 

4- C2- C4-7nn-2- ( 2-*+)VTu\Z)V) 

-iH->f5/vc4. 5-o*7yy-i-4A0 

x*A0 O-fe'y XA-*>7 S F 4 . 8 0 g C#lfcffc# 
y»7Al. 8 6gS.lX7x/-Al 0. 2gSrtDi.. 1 
2 0X:T'5^JS^L^. RJtEfi^ftfc. #Jttf 1 0% 
JSKSriDi. JStt*pH8KISffiLfca. Bj&xf-A-SrjD 
iT»ajL«SB**WRL. »JMaif*2. 1 6g£# 
fz. P&XfvkO»fcf*Bi»LT\ 2 1 . 0—2 2 

2. 0-C*>*»fetfttA*1lfc. 

C 28 H 28 N, 0 3 S 
C, 67.18; H, 5.64; N. 11.19 
C. 67.08; H. 5.47; N. 11.40 
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[01 68] ##0S2 9 2O;fr££ftoT. 3t74fc^ [0169] 




N OPh 











(CH,CH) 
np,261.0~263.0'C 


mm& c,66.65,-h,5.39;h,ii.5i 

|BftttC,66.51;H,5.24;I.11.53 



[0 170] ##052 9 4 

1 - C 2- (4-y7y7i^H X^-;tO -4-7* 
Ax-1H- f $^VC4. 5-cD^/'JV 
4- C2- (4-7xy^f^-lH->( 5^VC4. 5 
-c] Xf-rt0 ^yXTSKl. 

3 3 g£N. N-S^-f-A'JM'ATS H33«lfc»»L 
T , fctfiSBTF, t U x'V 1 . 0 5mlRtf*S* K »J 7/U 
tfopKO. 9 2mlS-JfliT. 3 0#fa*&Jfii¥b7t. 
aES(c**l 0 0miai<>''xf-/Wx— r;i/2 OnlSriD 
£T»#U tf»U:iSft** 9 BLT. 0. 89gtf>*S 
ift£f§)t. Pigx^/ki^StfeflLT, BWU 96. 0 
-19 8. 0WS«fMi«lil»ft. 
ymmm C J5 H 18 N 4 O 

C. 76.91: H, 4.65; N, 14.35 
JBtM C 76.97: H, 4.35; N, 14.45 
[0 1 7 1] mM29 5 

4- C2- (4-7x/*i'-lH->f S^y[4, 5 

- c d *y y y- 1 x-f ;io 

4-C2- (4-?na-lH->f 5^VC4, 5- 

c ) */y y- 1 -AM xfvio KMmxf-A^. 

3 1gt7xy-;k5. 6 7gZtt**8HbfrU , >A2. 
0 2g^Jnt, 1 2 0"CT3^iSi¥U^. raSS-^D 
fc. *atXl 0%lgKSriDt. i5tt£pH8Ctl^t*: 
ft. PKx^;U^jDiT*fajL7tfea$-iPKL, 2. 2 



9 gtfxg.fi N , N - f-^*/UA T 5 F t * 

CDffi«E*»<?»«^ALT, It£2 6 5. 0-2 67. 0*C 

TE^^Mffl C ?5 H 19 N 3 0 3 

C, 73.34; H. 4.68; N. 10.26 
C, 73.34; H. 4.38; N. 10.38 
[0172]3SfcWl 

4- (2- u-rsy-iH-4 syvc4, 5- 
c 3 *y y v- 1 —f *) xf-nO *.yXTS K 

4- (2- (4-7xyJfv— 1H- fS*YC4, 5 

- c j yj y- 1 -A M x*/io ^yxr s h i . 

0 9s\imW>^~'0^9. 8 7gSr3Dt, 14 0*C 

x- 5 msmn ut. RjBs^ftfc , 1 o %*wcr v y 

«1xSrpH8tc^L^. tWBU: 
tS**W)tl,*ftLT, 0. S2s<7)?m&&&*'& 
fc. x.?S-)l>frt>m%iFuLX. MM.2S1. 0-2 6 

naasnvm c 19 h 17 n 5 o 

C, 68.87; H. 5.17; N. 21.13 
18** C, 68.58; H, 4.94; N, 20.87 

[0173] mmKtfmtzfcix, ^75-^78 

[0174] 
[557 5 3 



(64) 
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R c 


(mmm 




£ffi0J2 


COHHMe 


H 


(HeOH) 
mp,264.5-<26B.0*C 


C JO H IS N t 0 5 
SSfafS 0,69.55^,5. 54;H,20.28 
fSBM C,69.69;H,5.43;N,20.04 


SQfEfW3 


OH 


H 


(EtOH) 
EP,257.0— 259,0*C 


c u n IS N<o 

C,71.04;H,5.30;1U8.41 
3IKfiC,70.76;H,5.04;N,18.32 




OI 


H 


(DHP) 
mp, 301. 0-303. 0*C 


C u H|jNj 

mm& C,72.83;H,4.82;N,22.35 
3lgHtC,72,87;H,4.b7;N,22.32 


mmms 


COOH 


a 


(set) 


0,^,^0, • 1/3H 2 0 
S§£«C,67.45;H,4.96;1U6.56 
^fil:C,67.38;H,4.71;N,15.51 




SOjNHEl 


H 


(DMF-HjO) 
mp,2DY.5-209.5*C 


CjoHjjHjOjS 
aSM(C,60.74;H,5.35;NJ.7.71 
*8M»C,60.88;H,5.26;N t 1.7.57 




SO,HH-n-Pr 


H 


(DMF-BtO) 
rap,199.0-200.0'C 


3ffiife<i C,61 .59;H,5.66;N, 17. 10 
^ki& C 3 61 . 47;H, 5 . 56 ;N, 17. 33 


HJK0J8 


SOjNMe, 


H 


(DMF) 
mp,297.5-?.98.5'C 


c,flfto,s 

C 60 . 74;H, 5 . 35 ;N, 17. 71 
i£gMIC,60.44;H,5.49;N,17.55 




• SO,HHj 


H 


(DMF) 
HP, 298. 5~^99. 0 # C 


C„H, r N,0,S 
3I»«[C,58.84;H,4>66;N, 19.06 
«WitC,58.59;H > 4.e6;N,18.95 




SO,MH z 


Me 


(DMF H,0) 
mp,274.0- 275.0-C 


C,|H»li,0,S • t/4B 2 0 
SMC C 3 59. 13;H, 5. Q9;N, 18. 15 
MHI[C,59.17;H»5.41;Na8.10 




so,ra, 


Et 


(DMF EtOH) 
BP, 283. 0-284. 0°C 


WW! 
SSflffiC,60.74;H,5.35;K, 17.71 

SUMKC>60.43;B t S.21;N J 17.41 


*JS#J12 




n-Pr 


(EtOH) 
*p,242. 5-244. (TO 


SHMK C P 61 .59;H,5.65;N, 17. 10 
3«ttC,61.47;H,5.5B;IUB.81 






n-Bu 


(EtOH) 
up, 257. 0-258. 0'C 


^ifete C,6 1 . 73 ;H, 6.00;N, 16. 3B 
g|»fflC,61.93;B,6.08;N,16.12 


SJE0J14 




n-Pen 


(RtCH) 
np,244. 0-244. 5*C 


TOffC,63.13;n,6.22;N,16.0J 
C a 63.31;n,6.29;N,16.04 



[0175] I«76] 



(65) 



ttBIPPl 1-801 56 










mmmm 








low 1 I 


fCH,CN-EtOH) 
mp,265.5-266.0 % C 


CjftjHAS • 1/5H,0 
asfefIC,6L06;H,5.71;N,16-95 
^«ffiC,60.76;H,5.62;HJ6.78 




cn vju 


low DU 


(Cfl,Cl,-Ne0H) 
mp.232.0-234.0'C 


C n H»NjO,S 
C, 62 . 39 ;H> 5 . 95 ; N, 16 . 54 
^ffiC,62.5V;H,5.95;N,16.35 








(DMF-FLO) 
mp,249.5-253.5*C 


ZJUW 
^aiffiC,63.13;H,6.22;N,16.01 

^ffiC,62.92;H,6.38;N,15.87 






/-< 

i 


(HeOlO 
mp,245.5-248.5*C 


aa^S C,62 -69;H, 5.50 ;N> 16. 61 
|^ffiC,62.52;B,5.33;M,16.50 








mp 4 286.5~287.0*C 


St^<SC,52.41;H,3.70;N,16.08 
iKi[C < 52.38;H > 3.66;N,15.87 


^tfj-mi on 






(DMF-IL0) 
mp,248. 5-249. 0'C 


S^C,54.4?.;H > 4.35;N,15.11 
£&teC,54.13;H,4.49;N,U.91 




S0,NH, 


CE,0H 


(BtOH-H 2 0) 
mp,256.0— 2i>8.0*C 


C lt H„W • l/3Hi0 
Si&ffiC,56,56;H,4.91;»,T7.36 
3S»«C,56.87jH,4.66;H,1.7.55 


?feSS#]22 


S0,NH, 


Cn 2 0Me 


(DMF) 
mp,24a.0— 249.0'C 


CiAjNjOjS 
g^ffiC,58.38;H,5.14;N,17.02 
^8HfiC,58.50;H,5.03;N, 1.6.76 


IQ6M23 




CH,0Et 


(DHF-BjO) 
mp,272.5-2Y4.i>*C 


C2)B»N $ 0jS 
nmm C,59.28;H,5.45;N, 16.46 
*Sft*C.59.07;H,5.36;N,16.16 




S0 2 NHMe 


B 


mm® 

(DHF-HjO) 
njp,244.0~245.0 ,> C 


CisHjjNjOjS 
C,59-83;H,5.02;N, 18.36 
*ttfllC,59.83;H,4.94;N, 18.27 


mam® 


S0,NHHe 


Mo 


(DMF-HjO) 
mp,259.5- 260.5 Q C 


CjjH^NjO^S 
SIHIC, 60. 74;H,5.35;N, 17.71 
3?»«C,60.88;H,5.33;N, 17.43 




S0,HHMe 


EL 


(DMF) 
Dip, 262. 0-264. 0°C 


CjjBjjKjOjS 
«^C,61.59;H,5.66;N, 17.10 
*tt«C,6l.69;H,5.65;!U6.8e 



[0176] 
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£tt (WSSSiSIK) 




^JS#I27 


S0,NHMe 


n-Pr 


(DHF) 
mp, 233.5-234.5*0 


C»Hi|I|OjS 
mmM C > 62.39;H,5,95;J,16.54 
*»«C,62.86;H,5.91;H,16.24 


%WPl 28 


S0,NHNe 


n-Bu 


(MeOH) 
jqp,225.5-226.6°C 


CjjHiffljOiS 
3Btttt C,63.13;H,6.22;ff,16.01 
gllftfiK C.63.04;H.6.25;V. 15.81 


Hffi0U29 


S0,HHNe 


CH 2 OH 


(HeOH) 
mp,300 ft C^± 


C,oH„N,0,S • HC1 • 1/4H : 0 
aBMC,53.09;I,5.01;X,15.48 
C,53.09;H,b.30;X,15.18. 




SOjMHHe 


r< 


(DHF) 
mp,231.0-232.Q-C 


mWiWi C,63.43;H,5.79;N,16.08 
ASMS C, 63 .44;H, 5 . 79 ;N, 15 . 95 


5li£#J31 


SOjNHMe 


CH,OEt 


(DHF-HjO) 
mp,239.0— 240.5'C 


CAMS 

BE»fflC,60.12;H,5//3;H,15.93 
Atttt C f 59.98;H,5.'/5;N,15.Y8 


HJS0U32 


CH,OH 


H 


(EtOH) 
mp,223.0~225.5'C 


Ci|H||H^O 

AKffi C,71.68;H,5.Y0;X B 17.BO 
*»fiSC,71.84iH,5.48;M7.36 


WJ33 


CHjOfi 


Et 


(MeOH) 
mp,215. 5—^17. 0°C 


CtAAO 

3MMIfc«.81A6.40;1, 16.17 
«M1IC > 72.9ijH,6.44;N.16.17 


^ife^J34 


CH,OH 


n-Bu 


(MeOH) 
ap,289.0^289.5*C 


C n H 26 X<0 ■ HC1 
J1K«C,67.22;H,6.62;X, 13.63 
HB«C,66.99;H,6.89;M,t.3.62 


2S8E0U35 


CHjOH 


r< 


(MeOH) 
^,2B9.0*CfiUt#» 


C n B,AO • HC1 • 1/2H,0 
^BMi C,66.10;H,6.27;N,13.41 
C,66.25;H,6.06;N,13.55 


9SSEPJ36 


cfl,oa 


CH 2 OEt 


(EtOH) 
mp,241.0-242.<rc 


CiAiKA ■ HC1 
mSsM C,63.99;H,6.10;N,13.57 
*S&ffiC,64.13;H,6.10;N,13.37 


ffe&5#J37 


NHMs 


H 


(AcOEt) 
bp, 239. 5-230. 6*0 


. C,AAD|S 
C,59.83;H,5.02;N,18.36 
MMC,69.67;I,4.M;I,lB.eO 


lfeiS#J38 


Ms 


He 


■JRt&tSii 
(CH,CN-EtOH) 
mp,228.0-229.0'C 


CjAAO|S 

S»ttC,60.74;H,5.35;M7.71 
AMKC S 60.77;H.5.34;X, 17.47 



[0 177] 



[«78] 



(67) 



«BPP1 1-801 56 




C 



N 



NH 3 







R c 








\TUUn 


ot 


mpJ80.5~481.5X: 


C 8 AsW • HC1 • 3/2H 2 0 
HBSkfcirC S3 32 -H 5 75-1 14.81 
a»ttC,53.39;l5.72;I,14.e 






n rr 


mp,250.5~253.5*C 


CiAAQiS ' HC1 
Slg&teC 57.44:H»5.70:H,15.22 
*^C.57.1B;H.5.tt;I J 14.99 




Nnns 


n-t>u 


mp,250.G~253.5*C 


C,AiW • HC1 
3Bfiftrilr(! 28-H 5 95-H 14.77 

■'Spot (is. vj UQ*uD»iii «/• fvj «^ i~« ■ < 

fSS£S C, 58. 25 ;B, 5 . 85 ;»> 14 . 79 




NHMs 


r< 


(HeOH) 


C„H„N 5 0,S • SCI 
Mffifc C,58.53;B,5.55;1U4.84 
^|&fiC,58.44;B,5.4i;H, 14.82 


S2S0U43 


Wis . 


CB : 0Et 


(BtOH) 
mn 218 0~220 O'C 


CjAAOjS 
31raiac,60*12;H,5.Y3;fl,15;93 
%gkte C,59.85;H,5.63;N,15.69 


S3E0J44 


NHTs 


H 


(DMF-HjO) 
nm 236 h~237.5*C 


CiAA^ 
Jllfett C,65.63;B,5.07;H,15.31 
%tttt C,65.44;H,4.92;I,15.11 


mm 46 


BHAc 


H 


(CH 2 C1 r HeOH) 
mp, 247.0"- 248. 0'C 


•IStffl C,B8.65;H > 6.61;K,20.01 
£tttt C,68.59;B,5.43;H,20.00 


£&0|J46 


Sic 


Ho 


(KtOH-B 2 0) 
utp,290 i CJW±4Mi 


CnftAO ■ HC1 
&8HIC,53.71;B,5.60;H,17.69 
SaMIC > 63.6l;I,5.64;ir»17.78 


^860347 


NHAc 


Et 


(MeOH-B,0) 
iup,293,5- 


C„B„N|0 • HC1 
3IEMIC,64.46;B,5.90;1!,17.08 
^fc<lC,64.52;B,6.03;ll,17.06 


5QS0J48 


KHAc 


n-Bu 


(CH.Cl r MeOH) 
mp,300-CJ.Xi: 


C,AA0 • HC1 
S§5fgC,65.82;H,6.58;N,15.89 
*BttC,65.63;H,6.44;M, 15.99 


HJ£0<J49 


NBn, 


n-Bu 


(AcOEt) 
mp,177.0-178.0°C 


c 3 AA 

^<iC,80.11;H,6.91;H,12.98 
£&feC,79.93;B,6.85;K,12.75 


HJE0IJ5O 


CHKeHHAc 


Et 


(MeQH) 
op. 154.0— 155.5*0 


CAAO-i/2H t o 

3I§|ftC,70.22,B,6.87;N,17.06 
aaMC,TD.46sI>6.78;1.17.06 



[O178]Hife0!i5 1 

4- [ 2- (4-T$/-2-^^-lH->f arv 
C4, 5-c)*yyv-l-^^)xf";W5^y^ 

(1) 4- C2- (4-;nn-2-^f^-lH-^ 
?Vt4, 5-c J ^f/yy- 1 xfvH 

4- [2- C (3-7$y-2-^nn^yyy-4- 
7$y)xf;W^y>7;^-^2. 57g 



0-30: 1) DT»«t. SafilSftl. 6 6gfc» 
(2) 4- L2- i 2->f /l^-4 -7 i/* y~ i H- 

4- C2- (4-;nn-2-^W- 1 H->f 

C4. 5-cD^yyy-i-^;u)xf-;u)'<y^ 
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TiVn-)V\. 5 0gC*K<k*y>A0. 7 3g&tf 
7x7-;U4. 0 2gSrani.. 1 2 0-CT'6^li}S^t 
fc. RJCffi^BJt. Tk&l/l 0%^BHktb';^A*^ 

JBi-CKHBUfc. aHfcXf-l^vl*10X*IBfl;^M; 

L . i^fe&iiffl 1 . 2 0 g tUfc. 
(3) 4- C2- (4-rsy-2-^^-iH—fs 
/VC4. 5-c ) *;V-y-\-AiV) xf-;lO iy 

4 - C2- (2->*rt'-4-7x7 i ¥$'-lH— f 5 

x>T^3-;H. 0 0g»cB^TV ; E-^A4. 5 2 
gSrJDi, 14 0*CT6^iaJ9#L3t. WSM. 10% 



ft, afl^f-Wk^^y-^JSJS ( 1 0 : 1 ) Ttt 

mut. *r»)H£«E«atu mmzt? ;->v3. 8 

ral&tf 2$5g*Sftfc-J- h 'J ^-M^&O . 2ml SrJlli., 

5 oxrc- 1 tifissmLtz. »6S**Hn r *#u o . 

2 6g£9ig&£*!rt:. x?y-;l^i?l£B B BLT, 
2 36. 0-2 3 7. OX^<m&&&&®t:. 

immm c jo h 20 n 4 o 

ffl&flE C 72.27; H, 6.06; N, 16.86 
C, 72.05; H, 6.07; N, 16.64 
[0179]|Ufe^lO^t:^-5T. £7 9-3184 
fc*U£OfcW5 2-7 9<0fl:^?r#^. 
[0180] 
[3*7 9] 









tttt (HISII8tt) 






S0 2 NH 2 


H 


(DM? H,0) 1 
mp,292.5~294.0°C 


ffl»«C,57,85;H,5.73;H.18.74 
SOMI C,57.Y3;H,5.48;H, 18.49 


^U£#J53 


S0 2 NH, 


He 


■ (MeOH) 
np.261. 5-263. 0°C 


C,,H ?3 N s 0,S • 3/4H 2 0 
ffl»«C f 57.19;H,6.19;H,17.55 
4HMC.67.39;H,6.95;I, 17.27 




S0 2 NH 3 


Et 


CMeOH) 
mp^l.O^SS.O-C 


C 2 |H„N 5 0 2 S • 1/2H 2 0 
JiSlfiS C,58.80;H,6.4i;N, 17. 14 
SBR«C,58-59;H,5-15;M7.1Y 




S0 ? NH 2 


n-Bu 


(KtOCT) 
np.240.(K241.0*C 


C,ft,W 
SSHSC,61.80;H,6.84;H, 16.38 
*StfftC.G1.52:E.6.85;lM6.17 


*8BM56 


S0,NH 2 


CfyOEt 


(HtOIl) 
mp,254.b— 256.0*C 


CjjH 2 yH,OiS 
JIffc1fiC,58.72;H,6.34;N,16.30 
*ttttC,59..02;H,6.43;H,16.16 


;fe&£#J57 


CH,0H 


H 


(Kton) 

mp, 223. 5—225. 0°C 


«SfefflC,70.78;H,6.88;N, 17.38 
H8«aC,70.90;H,6,84;H f 17.30 


3£&0J58 


CH,0H 


He 


(iso-PrOH) 
EP,230.0~23L0*C 


Cj,H 24 N<0 
S&affi C, 71 . 40;H, 7. 1 9; H , 1 6 . 66 
«»ftC,71.31;H.7.37;I f 16.40 




CH 2 0H 


Et 


(EtOH) 
Btp,222.b*-'224.5 0 C 


Ci,H„N 4 0 
aSMIC,Yl-97;H,7.48;H,15.99 
«MC.V1.7D;BLT.48;I. 16.05 
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fTT ATI 




(THF) 
mp, 231. 5-232. 5*C 


C»HijN 4 0 

mWM C,73.37;H,7.50;N,14.88 
g!SfcttC,73.34;H.7.60;lU4.70 


f*3ffi#l 61 


ruins 


a 
11 


ua>. 27L 5-274. 0°C 


C,AAO t S • HCl • l/4%0 
C,53.51 ;H,5.79;H,16.42 
gH£{gC,53.64:H,5,88;N,16.3Q 


^$PJ62 


HiinS 




dp. 292. D~293. 0*C 


C,As*A$ " 2301 
SHrfi 0,50.85^,5". 76;H,14. 82 
Uttfll C,51.00;H,5.95;)U4.77 




linns 


Ft 


(iso-PrOH) 
mp,20J>.5'-204>0'C 


c,AA0iS 

3i^ffl C,60.99;H,6.58;fl,16.94 
^SMS C,60.96;H,6.46;N,16.80 




flHMs 


n-Bu 


(BtOfi) 
nip. 275. 0-276. 5'C 


CiAAW - 2301 

SSfitt C,53.69;H,6.46;K,13.61 
SfI*teC,53.86;H,6.36;K,13.49 


fU6#]65 


rafs 


CHjOBt 


ttWfittttB 
(EtOH) 
mp,296.0-297.0*C 


C,AA°) S ■ HC1 
3Ittf& C,55.05;H>6.30;N>14.59 
*tt*C,55.01;H,6.27;M4.42 


IUS0!)66 


HflAc 


H 


(DHF) 
mp,294.0— 295.5'C 


C,AA0 • H cl * i/^ 0 
i»fi 0,61.&3;H,6.33;N,17.94 

Xtttt C,61.46:H,6.33;IfJ8.04 


MN67 


HHAc 


Me 


(THF) 
^236.0-237.0*0 


CAjFjO • 1/4H 2 0 
Jl§MgC,68.54;H,6.99;N,19.03 
£&{IC,68.76;H,7.00;N, 18.76 




HBAc 


Et 


(HeOH-B,0) 
up. 134.0-135. 5°C 


C„H„N s 0 • HgO 
C,6B.81;H, 7.39;H, 17.71 
C,BB.67;H.7.59;I>17.43 


II360J69 


HHAc 


n-Bu 


(MeOH) 
BP,300°CW± 


Cj A A© • HCl - 1/2H,0 
SIMG.63.91;I.T.3B;I,U.53 
^«C,64.07:H,7.17;1U5.70 




CHMeHHAc 


H 


(EtOH) 
dp>253.0— 
254.<TC#8? 


C„H„N 5 0 • HCl 
atttt C,63.83;H,6.82;H, 16.92 
C,63.53;H,6.89;»,16.8$ 



[0182] 



[£81] 



(70) 
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CH 2 OEt 



[01 83] 



NMRX^ d(CDCl,> ppm:1.20(3B,fc,J=7Hi5)>1.80-2.00(4H > B) > 2. 

80-3.16(6H,ffl),3.01(3H > s),3.51(2H,q,J= , /Hz) > 4.36(2H > s),4.49(2H,t,J= 

7.5Ilz),4.52(2H,s),5.39(2H,br-3),6.66(2H,d > J=8.5Hz) > 6.89(2H,d > J : 8. 

5Hz),7.12-7.40(5H,n) 

lux*?}*))' v(liq) cn 1 :3320,3180 

v^X^ fr/l/n/»:469Qr) ■ 



[3182] 










tttt (sea«K) 




*ffi0J72 




H 


(DHF-HjO) 
mp,273.0-274.0°C 


C u H 1T N 4 O z S 
SMtC,58.84;H,4.68;]U9.06 
*RfflC,58.62;H,4.51;)U8.85 


«S«73 




H 


(PMF-BjO) 
np,258.5->'260.0'C 


C„H IT N,0,S 

mtCEB.tt»-B,4.86;f, 19.06 
f@S*C,58.56;H,4.47;N,19.12 


3©60J74 


p-SOjNH, 


Me 


(BtOH) 
Dp, 257. 0-257. 5*C 


C I9 H ]5 »,0 2 S 
«MtC,59.83;B,5.02;H, 18.36 
j5SMBC,59.53;H f 4.79;X.18.16 


H8HM75 


p-S0,NH 2 


OMe 


(DMF-^O) 
bp,277.0-278,0'C 


C]|H| 9 N|0jS 
JlMiIC,57.42;H,4.82;JU7.62 
3IKfilC,57.08;H,4.66;K > 17.47 


KMM16 


p S0 2 NH, 


CI 


(EtOH) 
top,277.0~278.0'C 


C„H, B ClNjOjS • 9/8H 2 Q 
aBWac,S1.2l;H,4.35;H,16.50 
*»fflC,51.42;H 1 4.19;N>16.22 



[01 84] 



[«8 3] 




N 











(EtOH) 
np,238.0-239.0*C 


SRflC,51.46;H,4.05;I f 18.Y5 
fSSI1SC,51.25;H,3.91;lU8.47 



[0 185] 
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H 2 N0^ 



-o- 



N NH 2 





n 


tttt mts»mt) 




XHERI78 


1 


(DHF-H 2 0) 
np,297.0-~299.5*C 


CAMS • l/8H,0 
Mm®. C, 57. 41 ;H,4. 32;N, 19.69 
^10,57. 19;H,4-07;M,19.40 


mtmns 


3 


(DMP-H 2 0) 
mp,289.5-290.5°C 


CiAiHiOiS • 1/6H,Q 
33nffi C,59!36;H,5.07;N,18.?2 
MMe A 69.47;I.4.8E;L18.0B 



[O186]Hi£0H8O 

N- C4- C2- (4-7Sy-2-xh-df^f-;U- 
lH--( S^V C4, s-cj^yuv-i— fvW) X 

N- C4- [2- (4-i^y^TS-/-2-xb# 

^f-;u-iH->f s*y C4, 5-c3^yyy-i 

xf-rtO 7*-W 7-tJ-r$ H2. 20g. 
/t-A'W.XtBM . OOg&tWfffiTy^ex^Al 
4.28 ? 7-^7 Onl&iBS* 5 3»SlaBa«L 



t/WX-T/WT-gt^ U T . JgfittA 1 . 2 4 g fcftfc. 
^yrn^V-A*»fe»«fftU'C. U£207. 0~2 
0 8. 0*C<O»fe^ B B B ?r#7t. 
jE*$MMI C 23 H J5 N 8 0 2 • 1/2 Hj O 
SIMM C, 66.97; H, 6.35: N, 16.98 
millM C, 66.90; H, 6.28; N. 16.81 

[0187] HWJ8 Oc0^ffitfi!o-C. ^8 5~^8 
7 Uc£i60J 8 1-84 ffitt.-SftntcWz . 

[0188] 

[H8 5] 






V 




R' 








CBMeOB 


CH,0Et 


B 


(KtOH) 
mp,231.5~232.(rC 


aafttt C, 70. 75;H, 6. 71 ;N,14. 35 
Jdfllii C,70.66;H,6.74;N,14.32 


<®S0>J82 




H 


He 


(AcORt) 
mp,188.b~189.0*C 


3HiMIC,66.22;H,5.34;N,14.85 
0,66.01 ;H,5.35;)U4.72 



[0189] 



[*8 6] 



(72) 
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ax 





R A 


E c 


t£R omasa) 




^Sfc#J83 


NHAc 


CH,0Kt 


(HeOH) 


C,Ai»A • HC1 
Si&ffC,62.22;H,6.81;RJ5.77 
$fttt C, 62. 00;H, 6. 87; HJ5.74 



[0190] 



H 2 NOjS 



ait" 









^SE0[|84 


(HeOH) 
up, 275.0-275. 5*€ 


CsAAOiS • 1/4S,0 
«8MIC,56.42;H,5.43;I 5 1M3 
IBBWlC,56-72;H f 5.26;M9.18 



[0191] HJS0II8 5 

1- [2- (4-75/7t-;WlfW -1H-- f 
SrV C4, 5-cD^yUV-4-T5y-^K« 
N- C4- C2- (4-TSy-lH-^ C4. 

5-c} Jf/yy-i xfvio 7x-;iO r-fe 

hTSHS. 0 0gtc2«^JSK4 0mlSrini, 120 

•c-c i fclfflW* t *: . i o %*K-ftt h y 9 a 

*^?SSrJlDt, «ttfrpH7fcWtfcfl. tflBLfcefl 
fl^f-Wy-^^y-yP (20:1)3 T»8¥ft, X? 



•fe*£u1r3. 5 0g^fc. ^^/-;wfc*<oS«*»feS 
H»l/t, IW27 5. 0-283. OX^MfilSA^ 

7»*W« C„H 17 N 8 ■2HCM/4H.O 
JIffirfl C, 56.78; H, 5.16; N, 18.39 
£&fi C. 56.78; H. 5.11; N. 18.22 

[0192] HU50IJ8 5tf>£i£fcftoT, IS 8 8-^8 
9t^L.fcSlit^i86~l 04ffXb^B)^fe. 

[0193] 

1*8 8] 



(73) 
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B A 










NH. 


Mo 


(IHF) 
BP,235.0-^23B.0*C 


aaHftC,7L90;H > 6.03iH,22.07 
XMtt 0,71.89:16.24,-1,21.81 


^ffom 87 


Nflj 


Et 


(MeOH-H 2 0) 
mp,202.0— 203. 0*C 


C|oH 2 ]Ni 

91lttC,72.4ft;H,6.39;l,21.13 
g»ttC7E.B4;I.6.33;H.20.96 




NH 
luij 


11 uu 


(AcOEt) 
np,187.0^188.0 , C 


98MIC,y3.51;H,?.01;l,19.48 
£»«C, 73.78:1,6. 93;H,19.34 


HHBM89 


HH, 




(iso-PrOH) 
mp,208.0~208.5*C 


aa^g C,69.78;H,6.41;N,19.38 
lOjMB C,69.85;H,6.40;»,19.38 




NHMe 


. a 


(MeOH) 
mp,246.0-246.0'C 


C,AA • 2HC1 • 5/4H,0 
3MMBC,55.28;H,5.74;1,16.96 
^SHIC,55.39;H,5i.52;l,16.98 




NHMe 


Me 


(KtOH) 
mp,275.0~276.5°C 


C]|HnN 9 ■ 2HC1 • 3/2H 2 0 
ilBMI C,55.69;B,6.08;N,16.24 
««BC > 65.7B;H,6.20;I,16.09 




NHMe 


Et 


(Kton) 

BP, 2/1. 0-273. 0'C 


CfcA • 2HC1 • H^O 
SIMS C, 57. 80;H,6.24;N, 16.05 
XBte C,57.80;H,6.15;1,15.95 




NHMe 


n-Bu 


(Eton) 

mp,173.0~175.0'C#P 


C 2J H„N 5 • 3EC1 - 1/4H|0 
«8SaC,56.B8;H,6.30;I,14.37 
5SMiC,56.97;H,6.59;l,14.08 


*SRJ»J94 


NHMe 


CHjOJCt 


(AcOKt) 
mp,156.0-156.5°C 


MAO 

313£ttC,70.38;H,6.Yl;X,18.65 
*IMeC,70.29;H i 6.44;H, 18.49 



[01 94] 



1*8 9] 



(74) 
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NHj 


H 


(HeOH) 
mp,2B4.0— 265.0*C 


CjiHjjNj • 2HC1 
aiMEC f 66.86;H,6.10;ff, 18.41 
3WttC,56.93;H,6.10;M8.42 


2feftM96 


NH, 


Me 


(AcOEt) 
mD.192.0~193.0*C 


aSeffi C,71.00;H,7.21;N,21.79 
£&<it C, 70. 98;n, 7. 34; N, 21.49 




NH, 


Et 


(KtOD) 
mp,285 , CeU:^P 


CH,,! , ■ 2HC1 • 5/4H,0 
a»fitC,SS.75;II,6.90;K,16.25 
^K(eC,5b'.80;n>6.81;N,16.29 






n-Bu 


vt>S UTO tan 

(iso-PrOH) 
up, 245.0— 

zs&.vcam 


C :g H„H 3 • 2HC1 • 3/4H ? 0 
«B«tC,58.73;n,7.2B;I,15.57 
gafcBC,68.SlA7.20;M5.38 




NH, 


CH a 0Et 


(EtQH) 
mp, 259. 0-260. 0°C 


C, A,I,0 ■ 2SC1 
aWtC*57.53A6.67;M5.98 
HKfiSC > 57.52;H,6.80;K,15.83 




NHMe 


H 


(EtOH) 
mp> 224.5-225.5*0 


CiM • 2HC1 • H 2 0 
aiafflC,55.34;H > 6.60;JI,l6.98 
SB*«C.55.17;B,6.5B;»,17.13 


IH5S0UO1 


NHMo 


He 


m&m 

(EtCB) 
mp, 284. 0-285. 0°C 


PiAA • 2HC1 - 7/2H,0 
C,50.9B;H,7.2r;M f 14.86 
*&1£C,50.89;H,7.20;H,14.79 


Hffi#J 102 


NHMe 


Et 


(EtOH) 
op, 274.0- 
285.0'C#8? 


C,H„K, • 2HC1 - 3H»0 
Sgfiffi C,52.94;H, 7.40;N, 14. 70 
NMtC,a.71AT.£l;1, 14.69 


XSK9J103 


NHMe 


n-Bn 


(EtOH) 
HP, 161.0- 
163.5°C#j» 


Q,A A ' 3HC1 • 5/4H,0 
MB®. C, 54. 23,-H, 7 . 22 ; fl, 13 . 75 
MlttC v S4.2B;H 9 f r .40;l t 13.U 




CHHeNHj 


H 


(EtOH) 
mp,20'/.0~ 
210.0-CftM 


C 1P H„H| • 2BC1 • H,0 
JMM1C,56.34;H,6.86;U6.43 
C, S6 . 38 ; H, 6 . 78 ; 1, 16 . 39 



[01 9 5] Idfeffll 0 5 

1- C2- (4-T^7x-^) xf-;U) -2-iKf 
^/U-lH->f 5*YC4, 5-0 =*yyy-4-r 

l - C 2- C4- (^yy^rs/) 7i-;« xf- 

AO -2-n-yf^-lH-^ 5^/(4, 5-0* 
yyv-^-TSVlS. 8g, ^-;PvyXS5a53. 
76g, ^Kr^^xvAS 3. ug&iM^y— fr6 
0 0mlO^^£7BmiaL*:. HBfctFSU flffE 
£®£ Late. »^*ifcBHEfc**Joi. 1 0%^K-ft:^ 



*61»SflLT. MAI 91. 0-192. 0*O^*fe 

tHMMMI C 22 H 26 N 5 

attlf C. 73.51; H, 7.01; N, 19.48 

£IMI C. 73.41; H, 6.90; N, 19.22 

[0196] jft&fctfii 0 5c7j;fr£u:£e-?Ts 3S9 Gw-tin 
LftHSSfll 1 0 6*>fl:£1fc*»fc. 

[01971 

»90] 



(75) 
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aid 



N NH 2 







R< 






msm 106 


KEHe 


CBjORt 


(AcOEt) 
mp,127.0~128.5'C 


a^C,69.63;H,7.70;N,18.45 
*SHtC.69.6Y;H,7.69;H,18.17 



[0198] §?Jfe0!llO7 

1 - C 2- (4-75^7x^1/) xf-zLO -1, 6. 
7. S-fh^tFo-y^D^Cb)^^/ 
C4, 5-dD t'Jy>- 4-7$>-tm& 
N , N - SXy^/W- 1 - C 2 - C 4 - ( i/^y V)V7 
57) 7i-^]xf-^J -1. 6, 7, 8-rh7b 

y-4-rs^o. 8 1 g, K-zl-vyXa^O. 16 
g. ^Kry^x^Al. 5 6sRTf*9;-)V4 0ml 
OiI£M:30. 5^S3i«U^. fi«E5-r4t- SF« 
2:S*Uc. »S*c*SrJni, 1 0%«K*'J^A*}§ 



iz£*)mi&tlX.m&&0. 4 1g£*3fc. X? 
y-yP*»fe?«SftUT. «jS2 5 9. 0~2 6 0. Or 

fimmm c 17 h 19 n 5 • 2hc i 

Wkm C. 55.74; H. 5.78; N. 19.12 
C. 55.76: H. 5.89; N, 19.07 
[0199] WIW107«aiSfc«->T, £91£^ 
LfcjSi£ffl 10 8-1 0 9<^k-&%Sr#Jt. 
[0200] 
[3*9 1] 



H 2 N 














Et 


(EtOH) 
iip,266.<K268.(rC## 


C„Hi3M s • 2DC1 • l/3EtOH • H,0 
aSffi C, 55.23;H, 6.83; F, IB. 37 
C a 55.24;H,6.84;N, 16.57 


$mm 109 


CH,0Et 


ttffftfSB 
(EtOH) 
np,250.5~-251.5'C#f!¥ 


C 2J H l5 N s 0 ■ 2HC1 • 1/411,0 
BiafeffiC,S6.01;H,6.46;M, 16.33 
^I£ffiC,56.23;H a 6.31;fU6.08 



[O2O13IBHS0S1 10 

1- C2- H7x-;W xf-rtO - 1 H- 

1 - C 2- (4-7^7x-W xf-;UD -lH->f 
^^/(4, 5~0 ^/D y-4-T$y8 0 0mg£ 
PK8mlt*4. 8ilOS^(dgJKU SfiflHTF* ^ 
r>-»+hy>A4 0 0iagO*4. 8ml»»S:lliliT. 

*afcLT7 9 0Bg<0»fi*»fc. x*y-;U:**>;S» 
tz. 

ymfttfm C 19 H l8 N 6 O 



Wl&m C, 65.88; H, 5.24; N, 24.26 
mtM C, 66.00; H. 5.14; N, 24.07 
[0202]&ftttl 1 1 

1- (2- [4- (N' -X+)V***?V4 Y) 7x- 
rt0x^-/lO -1H-4 S^V [4, 

-4-rav 

$*VC4, 5-0 ^f/yy-4-r^y800Bgtc 

S— /U2 4ii2ttWfvM y-sM'i'T*— b 0. 6 

flL »ffiLfc|gft£iFTOLT. 7 7 0ng<0»fi£r**fc. 
x^y-^i:^m?«*^SS H B B LT. H^2 2 0. 0 

-22 1. 5-COtt»fe»ft*»fc. 
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7n3^3J"fffiS C20H20N6 S 
mfcfe C, 63.81: H, 5.35; N, 22.32 
££& C, 63.60; H. 5.13; N, 22.05 
[0203] 306011 12 

1- C2- (4-T-fef-/l^7x-/U) Xf-;l0 -1 H- 
-fSyVC4. 5-cD */\)>-4-T§> 

2- C4- C2- (4-7x/^r->-lH— f S^V 

C4, 5-<0*yyy-i— ^Mif/«7i- 

;lO -2-y^/l—l , 3-V1SW3V3. 8 9gC 
^7^-^3 3. 2g£jD;l, 1 4 0K:T3Wf!g 
JHTLfc. 1 0%*iHfctHJ'7A*?§?£$:SD 

*tt*pH8fc»Lfctt, WttU;*Bl*S 3 KUT 

#»u 3HteiftA2. 83gfc*te. mu+xsy*. 

-)V0ymij>t>Mm& LT.a^267. 0-2 
6 9. o*c«oi*fef£Bl£f#fc. 

jcJIHMfli C 20 H 18 N 4 O 
SiSffl C. 72.71; H, 5.49; N, 16.96 
H&ffl C, 72.41; H, 5.34; N, 16.70 
[0204] 13 

1- C2- C4- U-tFcHrW 5->xf*) 7i 

C4, 5-cD=3f/U 

y-4-rsy 

1- C2- (4-7-fc^7x-;H xf-;H -1H- 

-fS^-/C4, 5-cD df/yy-4-rsyi. 63 
gfcffi&tKn*i^7$y0. 38g, ftltf-h'J? 
A-3*»l. 34gSlfx^y-;H6Dl5rjDi. 
2B*Ib1jISSU:. KJ»«ffifSfitfJL 7K5rSDi.Waj^ 
a B B SrrKL-T, 1. 41 s<rM§k*Wz. x^y-^fc 
*^jR*^S^tT, HLS269. 0-270. 5 

7C&JMJr« C i0 Hi 9 N 6 O 
Sffe® C. 69.55: H. 5.54; N, 20.28 
HUM! C. 69.34: H, 5.54; N. 20.11 
[02 0 5] mmi 14 

1 - C 2- C4- ( 1 -T$yxf-/P) 7i-;uD x-?- 
-ih-<5^vC4, 5-cD^yyy-4-r 

1- C2- C4- 7i 
-y^x^PD -1H-- f $rVC4. 5-c0*yy 

>--4-rsy5 oomgti o%^^y-;M4ry ; ex 

e. 5o-cT-8o^J§jft^. ac^^am, am 
SriFjS, StESISaLT, 3 0 Owcot£ikZ®t:. x?y 

-yWP^S^UT. SM222. 0-224. 0"O?> 

c 20 h 21 n 5 

JIfSlffi C, 72.48: H. 6.39; N. 21.13 
mm C, 72.46; H, 6.39; N, 20.86 

[0 2 0 6] zmmi 1 5 

4- C2- (4-TS7-1H— 4$rV C4. 5- 



c ) * y 'J y- 1 -4 xf-no S&#l!xf-/P 

4- C2- (4-T5y-lH-^fSrVC4. 5- 
c ) y U >- 1 x^;WD £&#l!5 5 Omgfc 

X?y-/U2 8mlM>'«&$2. 8nl£aiLi, 5^0)1 
SSLfc. EJSfcfcj&EiSBifcs *&tfl 0%*&fttl- 
U^J^ftSrilLi, i£tt£pH9CiigLTfraU:l£ 

^iPKfc, ^feg&s 50 y?y-^ 

fr&MbbT. M£180. 0-182. OWmS 

7m%m c 21 h 20 n 4 o 2 

C, 69.98: H, 5.59; N, 15.55 
HfSfi C, 69.98; H, 5.39; N, 15.62 

[0207] wmmi ■■ t hmmzmu >?-7x 

KIT. *%W1LiiM<omSzy}$kZ7jit-&ltlX. t 

ttmm>A : l-'iyrf-^-iH— < s^vc4, 5 

-cD Jfy 'jy-4-TSV (HK£: i mi qui nod ) 
ttJSgg^B : 1 - ( - 1 H-4 5 

^VC4, 5-cD ^yi)>'-4-T5>' 

[0208] 1 . i%mm<DMmm<?>wm 
y^-^yyaiooo (y* • y;wr -f^^vs ) £17 

0 jul -&Wr&50nil3^4>^fJS^ilLT^:J!ll«KL 
tz. 3m$HMfflffl& (PBMC) SrLeuco PREPTM (Becton D 
ickinson; Reorder No. 2751) ti&f&frl&gliZ J: -5 TPS 
U 2sML-/;l'?S>' (LIFE TECHNOLOGIS; Cat. No. 
25030-016) . ^yijy-XM/7h7'( i^>^§?8 
(&i§Ugpenicillin 100U/b1, streptomycin lOOjug/it 
K LIFE TECHNOLOGIS; Cat. No. 15145-014) 
U 10% *lfeJfcltL?8 (INTERGEN COMPANY; Cat. No. 102 
0-90) £&flnUdlPM-1640iSJt& ( H*SS§&*5t:£tt: Co 
de 05918) T\ Wffigl X106 li/al b%&£olZt& 

mm. 

[0209] 2. •ffr&^tiilE 

-ft^liO.l N J@KT*1 mg/ml fc^rS X oM$bXfrh 

&mmfcT<mu^Wk,Ltz. -fk^<io.o3^g/»i- 

3.0 jtg/aloaftKBBTtttfcU:. 

3. -fydfa^-v-gy 

50jul ^KK-fk-^^^SLXlis Mi 
cro Test III TM (Becton Dickinson; FALCON 3072 ) 

*S«64'coreHCSr200 m\ malic, ru-hizr^ 
•err b HM y^fi^-b Lfe . 

I 0 2 1 0 J 4 . *a 

ydfa^-v-nyCglV^T. ri/-h2rPLATE SEALER 
S (Coster Corporation; Cat. No. 3095)Tl£?gL.fc 

xzL*<^A>mm(M UK&mmim-. kubota 5 

800 ) CfcV^T4 -CT-5 fffl. 2000 rpm (740xg. n- 
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9—, RS-96SA/6) ?»&jHIU:. **l«t*«f*Jb 

[02 111 5. 'fy^iDXaW^i 
xy»M .MA/T'Hr-'ffeK.kOfiofc. Cyto scree 
nTHtHy^ioyffgiif-yh (BI0S0URCE; C 
at. #ASY-05)£i£ffiLt\ V^fnit M >-^-7iD 
y«*y?n-t««; (8-ttte> #II£LT;£>&96 
TCTV-bfcfiiJgtttt^fc J: 91^100 *tl 4«D4 V 

9-7 3.uyaXV9v-±)Vfflk 



KJ5£±tf»fc. ftWC, 450 ntfW)*3fcKfcV max kine 
tic microplate reader (Molecular Devices ) 

tot, *<Dffi£pg/iDl fcLt«BUi. tS££H9 2 

[0212] 
[£9 2] 









<fc # « . 


0.01 


0.03 


0.10 


0.3 


1 


3 


&fl&099 


1?. 


43 


38*/ 


818 


619 


313 


33S0I1 o 


1019 


953 


682 


436 


314 


191 




850 


968 


726 


570 


346 


161 




15 


740 


860 


697 


337 


139 


££8&pf)l 3 • 


658 


645 


240 


208 


132 


86 


AtftiRIl 8 


180 


557 


417 


222 


156 


103 


&«J2 3 


1018 


3052 


2072 


15&6 


1233 


1133 




86 


668 


194 


167 


85 


35 




130 


229 


449 


3B7 


219 


201 


£fl60H 5 






67 


746 


879 


960 


3WJ4 8 




73 


044 


735 


629 


436 


HJS^JB 0 






482 


1003 


Y59 


288 


mm* 6 


843 


771 


620 


534 


580 


560 


512^5 9 




358 


098 


964 


980 


947 


j&S&ffll 6 2 


683 


777 


Y31 


785 


Y34 


849 




063 


790 


m 


649 


651 


606 


$£0)6 6 




992 


607 


519 


419 




£!6fl6 7 


8840 


577 


268 


236 


112 




&86W6 9 


664 


1014 


758 


569 


343 


217 


5t&$]7 0 






1246 


1197 


931 


651 


£M8 0 




342 


194 


459 


538 




3 


727 


778 


817 


589 


507 




$%fl!84 






3 


638 


679 


! 520 




0 


639 


745 


628 


600 


598 


^fi&098 8 


905 


469 


173 


123 


• 79 








732 


571 


763 


717 




3&H8 8 




459 


491 


607 


545 
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''"-SOI 




{fc & fa 


0.01 


0.03 ! 


a io 


0.8' 


1 


3 


SOT0I8 9 




602 


493 


756 


768 









869 


87b 


794 


771 


717 






7B6 


47b 


765 


553 




HJSW9 e 


101?, 


1099 


1336 


1100 


794 


780 


5^98 


854 


263 


341 


233 


190 






557 


; 347 


238 


230 


189 


155 


Sffittl 0 1 


13b 


463 


760 


764 


598 


457 


0 6 


353 


553 


668 


659 


602 


576 


»1 0 7 






737 


336 


546 


381 






22 


29 


73 


50 


34 






28 


62 


69 


68 


49 
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